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Abstract: 

JP 8208620 A 

Opt. substd. N-phenylpyrazolylamine cpds. or N-pyridylpyrazolylamine cpds. (provided that the C 
adjacent to C which bonds to amino of the phenyl or pyridine ring may be substd. by halogen or Group 
via C, O or S) or their salts are new. 

Pref. the cpds. are of formula (I) or their salts. Rl = H, opt. substd. hydrocarbon or opt. substd. 
heterocycle; R2, R3 = H, N02, nitroso, CN, halo, opt. substd. hydrocarbon, opt. substd. heterocycle or 
group via S; R4 = H, opt. substd. hydrocarbon or group via S; R5, R6 = H, halo, CN or opt. substd. 
hydrocarbon; R6, R7 = H, halo, N02, CN, opt. substd. hydrocarbon or group via O or S; X = N, N-oxide 
or C-R9; R9 = H, halo, N02, CN, opt. substd. hydrocarbon or group via O or S. 

USE - The cpds. are useful as insecticides, fungicides or herbicides. 

ADVANTAGE - The cpds. are excellent pesticides. In case of insecticidal use, the cpds. are safely used 
with less toxicity. 
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y-Jk -T^^y[l,2-a]b!U^xJk rh77o[l, 5- 
bltfU^Xjk FU7yD[4,5-b]t?Uy^x;k 

=^y^^^^x;k mvh'J7^;k ^nv~ 
;k ^>y-f^^yujk *yy;k -f y*yu;k 
>yu;k 7^^i^xjk +^yux;k 
;k > F u v-;k u vxjk i,8-^-7^u^x 
;k 7'J-Jk yrU^-jk ^>^77-;k 

AVUJk 7^'Jy-ik 7xt>h'JyZJk 7xt 
y^Jk 7x7^7^ 7x;Wy^ik 7i^U 

y^Jk 7if^^x;k fcTP»Jx;k bfn»Ji^x;k tf 
^U^x;k bT^xjk ftlf7z;k 1,4-^^U-- 

;k ^;u*y=;k *;p*uy, i,4-?7y^k 1,3- 

[0012] ±mmit*mmRzt&mmm&mLx^x 

;k -fy^ntr;k y?;k -fyy^k s-^;k t- 
^>^)V. ^\*->;k ^\^;k ttz^M j 

n;k 5^S>;k ^>5 ; ->;k F-xvJk hU^^k 
h7T^k ^ >^-7 ? >-;^^ C 1 - 1 6 7)V*r)Vg i , is 9 

n^a tf;k v^n^Jk 5/^D^>^Jk 

^i/;^(DC s -io>'^D7;i/*;^ bfx;k 7U;k 

2- *^;P7u;k 2-^f-;k 3^f-;k 
;I/^oc 2 -io7^x;ps, x^x;k 2-^Dtf-jk 

3- ^\^->x;H?oC2-io 7JI/^x;PS, ^ayo^- 
;k s^^n^^xjk ^^n^-k-j^tDCs-ioi/ 

^D7;P^r-;^ 7x-Jk t7f;l/§0C 6 -io7U 

-;PS, ^>v;k ^xx;i/x^;^coC7-n7^;i'* 
;i/S, xhng, xhnyS, *KS. 

->7ys, **yg, ?**y*, *;wt*-f ^ 

» ^ - c 1 - 6 7)l*)W )V A^E-T JPS, 7 x ;p 

->;PS, >ch+v^;^x;k xh^S/^;P3p-;^(Z) 
c 2 - 6 7 )V 3 * ;i/3t?x;i/S, 7 x / 4- ;v#x;p 
^coc 6 -i4 7U-;^*^^#x;ps, x;p^S, 7 

^IS, A*. a^^coAny^M^ /F* 
xh^y, :/d#*v, -ryyn#^'>, >^F4 

-f y^h*^, s-7h*->, t-yh*£>i¥oCi-4 

T;l/n^i>S, 7xy*^C6-io7'J-M*i/ 

tTiVtt, x^;p^*, /'□bw, -fy^n 
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x^vx;^^ x;k ^nwvx^-f — ;w -f v^n 

;vy^-;k s-73yk*;V7>rxjk t-y^i/x;]^^ 
c i - 4 7-Mr^x;V7 ^ 7 x~;i/x;v 
y j x ji^o c 6 - 1 o 7 u - ;i/x;i/7 ^ x;]/&* ;* ^x 
;i^x;k x^ji/x;i/*x ;k 7nt:jvx;i/*x;k -r 
v^atf^x^-ji/, 7^;i/x;i^-jk *fy:/3\fc 
x;i^x;k s-y3Ml/x;kfcx;k t-7^x;W3frx;i, 
^(0 C i - 4 7JWI/XWrjl/S, 7 xx;]/X;V*x;i, 

^<oc 6 -io7U-^x;^-;us> ^ h^>x;i^x 
;k xh^->xj^x;K ^n^yxw^, -fy 
:/nK;i>:t*^x;k*x;k 7b^>x;i^x;k -fy 
y^;v^-+->x;i/^x;K s-7h4^>x;M*x;k t-7 
h ^^x;i/^x;i/^o Ci - * 7;k3 ^i/x;i/^- 
7xy *^;i/x;i/#xji^<z> c 6 - 1 o 7 y - ;^^yx;p 
#x;i^ 7^/S> 7ir^;V7^y, 7ntt-)V7 

^>y-r;^7^ y§oci-n*M>S7^7 
s/S, *^75 a x^;v7^y, yn tr;P7a 

A yXfJl/7 ^ J 7 

;i^75;s, DA.^vJi/7^y^oc 3 - e ->^u 7 
;W7^/s, 7xuy^oc6-io7U-;i'7^y 
MJ*?Mk>y;k t-y^;^^^;^>u;k hu 

hue«->u;^ *;i^;k 7ir?-jk ^>y-r;i^ 

<DCi-ii7v;VS, 2^fdi3-fXZjl/, 2-£*:te3-7 
U;k l-,2-*fctt3-b!Dij;P f 2- 3-*&tt4-£y v 
)V. 2- 4-£fc«5-**1^/y;k 2- 4-*&tt5-^ t 7 % / 

y;k i- 3- 4-*&tt5-t!^!/u;^ i-,2-,4-*fc»45- 

-f 3^7UJk 3- 4-£&tt5->fy:***yy;k 3-4- 

£&te5-r y ^7y y ;k i, 2, 3-£fctti, 2, 4- mj 77 
y;k 2-,4-^fctt5-bry ovrrvv 

)h ^ > 7***7 y;k hur^, ;t*->7x 

;k 7S?y^x;k Knuyr^, t!^yi?x;k ^ 

*urji/, ^>y-f 5 ^yyjk */y;k -ry*yy 

/MP©***?. MUFF. ^JSTfc^A^njg^ 

A«Ci-6 7;i/^u> («, x^w>, hy 

f-b^t^uy, yn^zi/>§) , 3-* 

>>***^ 2-^7hy^^i/x ***y;k td- 

;k x^x;k Ti/t^f^ 7^o-r;k % 

it -ysa 77* tF7*/«©-«©a*»j*LT^ 

*;k ->^D7;^Jk v^D7;i/v-njk 7'J-;kfr 
*v* 7U-;^^ 7y-^x;i^7^xjk 7»j-;p 



(8) *fffl¥8-2 0 8 6 2 0 

XJW?=;k 7y-JP73A 7->Jk «*gg, 

^ *&S, -hng, i/Tsm. *^;k x^;k 7 
DtMh -fyynfcf;k 7^;k >fyy^;k s-77- 

jv, \-y : ?)VQ<DCi-A7)v*)v&, hx;k 7y;w 

oc 2 -4 7Jl/^-;i/S, x?x;k 2-ynt!x;^^c 
x/*s/g, Ci-4 7;i/+;^*s, 7x-*?*» 

<fcK £fcgftga*7;v*;k 7jpyx;k 7;i/+x 

;k 7;Vn+i/, T)V*)Vtt. T)]s*)VX)V74- 
;k 7;i/^ JVXJ^xJk 7^/, T)V*)V7$/> v 

^D7;i/*^7^/, hy««->y*«T**»&fcr4 
->7ys> c 1 -4 7;i/3+>'S. Ci-4 7^*;i^*a» 

Tl~5<Bg«!3nTV>T'bJ;<. An^>Jg^0«-& 

[0 0 13] R\ R 8 , R\ R 6 , R\ R 8 *<fc^R 9 
-So R 6 , R^^t/R^^^n^KSS^^r^S 

ctK N-7xx;i/bf^yy;v7^>fl:^ft^fc«N- 
try^;vt!5yy;v7^>fl:^(fflu 7x-jh* 

K^tsif sii^fea&'S) ±ia-j& 
s; (i) T^^n-sft^* (i) ^fcii^irfcs^t 

y^n7M;H, 7y-;«ttltEtH»Bft# 
-fl-ik 2-*fc«3-7»JJk 2 4-£fcte 

40 5 y;k 2-, 4-*fctt5-^7yy;w 

3-,4-^fcJi5-fcf^yy;k 2-, 4-£fcte5 - 

>rs^yy;k 3- f 4-^fc«5-< y***v^y 

;k 3-, 4-*fcH5-^fV?77y;k 3-^fc« 
5-(1.2,4-**U-y77y;W. 1,3,4-*** 

i>7yy;k 3-^^«5-(i, 2 ( 4-^7> ? 7yy 

M, 1,3,4-^7^77';^ 4-^ctt5-(l, 

2, s-^s^yy;!/), 1, 2, s-^^yy^k 
1, 2, 3-HJ7yy;k 1, 2,4-h»j7yy;k 1 
H-sfc»2H-f h 7yy ^cD^n^em^s^ 
50 n^, ajMff, fgsn^^^s^nfc^^nig^^ 
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2-, 3-*fctt4-h!y$W, 2-,4-£fcte5-fcr 

hU7^-;k ^vhU7^-;K 3-£ 

[1.5-b] fcry^-;i/ ( h»j77n [4,5-b] i# 

yyjk ^»yy-;i/ ( yjrjv-fr, ++!/u^. 
*;WJ^, -f > F y 5>n;i% *yy>?-;K i, 
8-^-^^y y^y>?^;K 

*/y7~)V t *J^/X»/y;^ 7^Uy^;K 7xt>h 

i & b 4 fl^tr 2 bbs^r 3 mm&^mmmm 

WL=?U ZV^tUWLT* 1 b 4 §»tr 5 b 8 A 

[0014] igR'tLtii ->7/s> *n^ns 

&3*vrV>T<b<fcV^ 7;Mr;V& 7^*^*** 7 

;i/+;i/x;V7 -;ws^fc«7;^i/x;i/*-;i/S^» 

*b^. K7JP*;l/S. 7;Wr;P?**» 7)V^)V7,)V 

7;p**x;i^7-f r:;«*fctt7**^x;p*= 

l±, **, ~hng, 1/7 jm. ADy>IT(7y 

b, &*, jut, 3*b>, ^-ry->7^-hS, * 

B*tt*nBB4*ro>T*>j;v^ 7 
7^*;w t *», 7^**x;p7-f=j«* « 

R^im *s> B»anT^Tfe<t^7JV*;« 

EtH««*WT*. R B £LTHU #»S3tttAny 
>IT(7y* £B. A*. 3 9B)jW*U>. R 6 

tutu ;\ny>Bf(7y*, &s, A£, 
v^o &eftsnT^Tfc<k^7;i/*;vgtt, ttE&nfit 

R T fcl/Tll **, ADy>If(7«; 
£, &£. AS, 3*B), B*anTV4T*>J:^7;U 50 



*HfR§¥8-2 0 8 6 2 0 

t*l*ff*l/Vi. KBSI*nTV»Tt>J;^7;v*;i« 
14, HHBiHB««*-r«. R'tbTB, An 
y>W(7y*. ££, AS, 39*))W*LK X 
BBB*\ N-**^H» 5£C-R*'(5£ 
R 9 'i4*£* -hnS, B»^tiTViTt>J:Vi7;W 

nsi^iK *B*snrir»T'bJ:^7;w« 
*<ttfBJdanT^Tt>j:^7;v3*^»i, mitm 

[0 0 15] *&W<D7$S b?7V^Jl««WM>Bfcb 
Ttt, BBfc*±»»a*"e*ntfJ;<, BAtfttB* 
Afc*£K* 3^lb**K> y>ffiv 86B* BBBB* 

B* £x>B, 3/a«B» 3A>8» &S#B> tf^y 

>B* ^vvumo*. p-h;i/x>x;^>B^©^r 

bTttWt»«-HJ«>2>, *U«>A, 09^**07* 
*y£H. #;l->^A, T^2/«>A907WJ±g 

&js, 7>^-7^»«*es, eys», ny^>, 
^fiV75X hux^i/7^x hux^y-;i/7 

[0 0 16] #BI!©7Sy K^!/-*B3»»*&tt* 

^ « - g&± ^ffi a n <t o s \zm 

***»sft B 

»j> mm, ®c*«os9i!i:bTffiffl-rso e:n^o» 
sa^s^etfw^jm^ mmm, &mm, mm 

fijncwttTWt* 21 tire**. 

[0 0 17] *BW07^y K9!/-*il»*ft«4ffl 

-90BBXSB* ff * b < B5-70BBXS*}^iiS-C 
»0, »SJ, »a»ibTtt0.1'-10BBXB*)WBa 

fiSli:bT«0.1-20aS%, »*b<«0.1- 

iobbx^bst?*«*«, ^e«ic<toTtt, cne> 

BSbT, *^i:T®fi*Riia (WA«100-100,000 
ffi) Lt»«5. «fflt5««:a# (BAD tbT 

tt, jl?j-)V, -funs- 
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ifift^Hfc*^ ^>i?>, h;i/x>, *isu>, 

m, i??uu*?>, ^nn*;PA, ra«fls«*«©A 

w&7)v. iiteKyu-feu>xx7 L ;^oxxx;vs, 

7-fehxHJJk fc!^- h y ;^cox h u jvm^o 

[0018] &ft&8mmt\sx\$. wA«#uxfi/ 

>yyn-;i^, ^^>, ^/x^TU >K^yir'J > 
xx^^oii53Bilgl6Ko^«7;i/3-;i/xxx;K ;* 

y^A, ^>h:Mh, ^»r;vzi-jns, yy-fey> 
•o^ttT/un-ik ?-fey>, efev-iry>, sska 
>, kjb, #a«tttt, ^/y>, K*^/y 

^n^icTS ic^-r 6S»iieifiH««n u & <& o w 
aeffi^^nso mmm, mmm* »mmt 

#y^*'>x^i/>7;^;v7y-;i/x-^s 
c«, y-ry> osa«) , -r- • x-i42(e-ai42 m 

A*) ;fg-X£&ISi (ft) H. (MA«) ; 

so , 7;m^x;i/*>ksis c«k gsa 
«> , **y>t (na«) ; at-nnoi (») a. 

jM^s^X ;=fE3E (MO 10 , *Uxfl/>yyj 

-moo (na«) > /x#-;n60 (na«) 

A (») 80 * *«7^3-*xX5r*B CM. h'M 

->2o a&a«) , h»^-r->8o aaa«) 

(«c) «0 *©#-f *>*Rtf7=*>*#HlStt3l!l39« 

«»*^ ; e>a, ttttftftn&Mi. fisan («u sis 



(10) *JK§¥8-2 0 8 6 2 0 

-JWHRMfcC) , jgj&Sk fi*> 

[0 0 19] *»9MK#*tB^UT«H-Cft*«A 
ftk «^xJSk «»B©f«M««Tfc5Rr. 
XJP (propoxur) * -f V^DM? (isoprocarb) , B 
PMC, (xylylcarb) , ^ 

(metolcarb) , XMC. I9 1 *7i>i^ (ethiofe 
ncarb) , *JW1'J^ (carbaryl) , IfiJS*— ;/ (pir 
imicarb) , ^>S?**J^ (bendiocarb) , 

i(? 7> (carboforan) , 7 7ft*J^ (fnrathiocar 
b) , *;i/*X^7 7> (carbosulfan) , 7^J7s)Vy 
y> (aminosulfulan) > (methomyl) , yx. 

>tt> (fenthion) , 7xXhD5 1 t> (fenitrothi 
on) > ^D/^3^X (propaphos) , yjy^X (cyanoph 
os) > ^D^^X (prothiofos) , X;^D^X (su 
lprofos) , ^D7x;*X (profenofos) . EPN, 
y/y 7i>^X (cyanofenphos) > 7ir7x— h (ac 
ephate) , t+yrya^X (oxydeprofos) , 
&b> (disulfoton) , 9-**b> (tbiometon) , y 

20 x>hx- h (phenthoate) , v?y> (malathio 
n) , V* hX— N (dimethoate) > /t5 H?*> (vam 
idothion) > >*;Wti* (mecarbam) , hy^PJV^> 
(trichlorphon) , *-OVF (naled) , i^^n;V*X 
(dichlorvos) * # na:7x>fcf>2frx (chlorofenvin 
phos) > t" h njHf >3JnX (tetrachlorvinpho 
s) * ^E/^nh^X (monocrotophos) * ^*9*D> (ph 
osalone) , S?7y*X (dial if os) , ^njHf U*X 
(chlorpyrifos-methyl) % j^n;Hfy*X (c 
hlorpyrifos) , lfU5*X-^fJP (pirimiphos-meth 

^ yl) , #47V;> (diazinon) > xh'JA^X (etri 
mfos) * k!U^7x>? L t> (pyridaphenthion) . ^ 
±;^X (quinalphos) > -Y V**9 t *> (isoxathio 
n) , *&4ftt> (methidathion) , *y?*> (sal 
ithion) > i/7*XU> (cyfluthrin) , ;WX»J> 
(permethrin) , **J*^fA— ^X ! J> (cypermethrin) > 
rM^X'J > (deltamethrin) , vADX'J > (cyha 
lothrio) , 7i>^D/UU> (fenpropathrio) , 7 
x>/tl/l/— h (fenvalerate) , 7;^X>J*— h (f 
lucythrinate) , 7M t U*"-b (flubalinate) , ^7 

40 )V9y? (cartap) , ttis&yJ* (thiocyclam) , ^ 
^D7x5^> (buprofezin) , y7M>Xn> (difu 
lbenzuron) > Xh7i>yDyi77 (etofenprox) , 

(fthalide) * AU^y>A (validamy 
cin A) , ^^nr:;l/ (mepronil) , y)),Vy—)V (flu 
tolanil) „ *?$u**J> (ffiA^diclomezine) , ^> 
i/9 P > (peocycuron) , Xy7x>^X (edifenpho 
s) , -fy^D^^V (isoprothiolane) , h'J 

;W (tricyclazole) , yn^^-y— (probenaz 
ole) , ^X^Jv^v> (kasugamycin) , IBP, ^> 

50 (bensultap) , tf^^nsfvX (pyraclopho 
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s) , 7x'JA7> (ferimzon) , -f S^n^U F (i 
midacloprid) , — x>fc!^A (nitenpyrara) , 
-tMVV- *XU> (sigma-cypermethrin) , 7>f^D 
— )V (fipronil) , ->7*t7r> (silaneophane) . 
/A , JaD> (novaluron) , /WFn7V> (hydropr 
ene) , 7iI/7x>^Dy^x (flufenprox) , x77 
x>tT^H (tebufenpyrad) , 7x/^^-^ (feno 
xycarb) , 7x:Mf4 1 > (fenazaquin) , #d;I/7;V7 
Xd> (chlorfluazuron) » y7M>Xo> (diflub 
enzuron) f7M>Xn> (tef lubenzuron) , ^v^-tf- 
7MD> (hexaflumuron) , 7JI/7xy^XD> (fl 
ufenoxuron) , Ty—XJl? (alanycarb) , i^77x 
yj-fyuy (diafenthiuron) . ^D7x>r/> (clo 
fentezine) » 7x>yn/^hU> (fenpropahtrin) , 
h^D^hU> (tralomethrin) , j* r**tf$?77> 

(methoxadiazone) , 7^7ytA (fluazinam) , 
**7/)l7 (okimeranolure) , jrn;i^**^ (chl 
orthiophos) , 7*— bVX (fortress) , W13 7— 
;V (levamisol) , Vx.J$U)V (dienochlor) , #n 
xh#;V7 (cloethocarb) , ^aynhU> (cyclo 
prothrin) , ^yyyfiJV? (benfuracarb) , -YV7 
x>2frX (isofenphos) . 7^UM275 L > (avermecti 
n) , ^M7^y> (milbemycin) , 7x;fti?;i/ 
7 (fenothiocarb) , yu^-jy (cyromazine) , 7)V 
yputrzuy (flucycloxuron) , 7^7*:*2frX (but 
athiofos) , 7x>tfn^^^— h (fenpyroximat 
e) , 7^U^"XU> (acrinathrin) , ^>7;i/XU> 

(benfluthrin) , bTU^> (pyridaben) % tfU^D 
*v7x> (pyriproxyfen) , ^y^7^X (hexy 
thiazox) % ^n^nhij> (cycloprothrin) , ^x 
U h;U7 (cherrytlure) > X;W7^5 F (sulflurami 

d) , ^7^7- (diamolure) , tt¥1])V7 (th 
iodicarb) , 7x>P r a/U'J> (fenpropathrin) , 
f^77x>f>n> (diafenthiuron) , 7xt , J : E 
— ^ (fenarimol) , 7)V\i x ) 5. K— ;U (flurprimido 
1) , 7;^hUvy-;^ (fluotrimazole) . Ml 75? 

(triadimefone) , hU7v^y-;i/ (triadime 
nol) , 5^n:/^7— ^ (diclobutazol) , /^n^ 
9 X J—)V (paclobutazol) , 5?-3:J-7-\>l' (dinicona 
zole) , £-n:J-7— (uniconazole) , h^yJVS. 
7-JU (trif lumizole) , 7ntfn7*-7— ^ (propicon 
azole) , 7;WhU7*;p (flutriafol) , 7^v^7 
—))/ (f lusilazole) > **>3:J-7— ^ (penconazol 

e) , (butiobate) , T'n^n^X (proc 
hioraz) , HJ7^>-fe/ — )V (triapenthenoi) , E 
DDP, £D*;xn> (pyroquilon) % ^D^>5 1 77 
> (chlobenthiazone) , >**7 (zineb) , (ma 
neb) , TPN, *y7*> (captan) , **7*7:<r 
;U (captafol) , h (folpet) , v^DJl>7;l< 
7-H (dichlorf luanid) , iDV^yy (carboxi 



(ID 0 8 6 2 0 

a? 

n) , s^S/*^**^ (oxycarboxin) , VytDltf 
UK (pyracarbolid) , *^x;V (mebenil) , 7)V% 
)Vft~)V (furcarbanil) , y^7775F (cyclafura 
mid) , (benodanil) , ZfyJrty97s (gr 

anovax) > ^T^y^V—JV (thiabendazole) , 7^ 
U^7— ;P (fuberidazole) , (benomyl) , 

ft7r*-h-^f;P (thioptanate-methyl) , 1M 
^>^7— ;^ (cypendazole) * ti—^y^py (carbe 
ndazin) , > ? ^D>/U> (dichlozoline) . -f^n^ 
> (iprodione) . tf>^n»y>J> (vinclozolin) , ^ 
Dy^ H> (procymidone) , ^ ^ d 7 U > (myclozoli 
n) , y^v^y)l (ftalaxyl) , ^^y^-zy)V (metal 
axyl) , ^-71/— X (of race) , ^y^-i^)V (benala 
xyl) , *3rV?Jry)l (oxadixyl) , y^P77A (c 
yprofuram) , hUr^^ (tridemorph) , 7x>7* 
Dbf^;i/7 (fenpropimorph) , hU7*U> (trifori 
ne) , hl)7U c E;i' (triarimol) , 7xtU^ (fen 
arimol) , M^^r^S— )V (bitetanol) , -fVifUJU 
(imazalil) , x^3^-7— )V (etaconazole) > 

20 n?hyV—)l (paclobutrazol) , 7x^7^0-;!/ (p 
henapronil) , hf— n±7— Jl/ (viniconazole) , X^ 1 
U^EJl/ (ehtirimol) , ^^^"J^;!. (dimethirimo 
1) > 7;V*D-fSF (fluoroimide) , t^+U-V— 
(hymexazol) , x#V—)l> (ethazol) , ^0^0 
)V (proxychlor) \ My^J^T, (pyrazophos) , 

(prothiocarb) , 7'JXyr>f (aliette) , 
7x>7*Dlff>f> (fenpropidin) , yy^^/—)V 
(flapenazole) , fc!U7xyy^X (pyrifenox) , -J 
Xh7x>M^ (diethofencarb) , bT^— IfUA (p 

59 ipanipirim) , ^Pi?73> (clozylacon) , y7x/ 
3^-7— (difenoconazole) > h ; E;U7 (dimeth 
omorph) , 7x>WD"^ (fenpiclonil) , ^v-^ 
7x> (thicyofen) * yPA3t7-^ (bromuconazo 
le) , ^-7^^ (Sfii*> opus) , >f^3^-7— ;V (ipco 
nazole) > ^3^7— ;p (dimetconazole) , 
D^- (myclobutanil) . ^7^77—^ (myxoth 
iazol) , 7 c ^-r^n±7"-;i/ (thioimiconazole) , tf 
U^^H (zarilamid) , ^ hX^Ary^X (metsulf 
ovax) , ^+1^37^7—^ (hexaconazole) , 

^ 7^7—^ (quinconazole) , r^D7^7A (teclofta 
lam) , M^D^X^t^ (tolclofos-methyl) , 7 
x>7DtfTM>> (fenpropidin) , hU^7^H (tri 
clamide) , y)V7,)Vyr^Y (f lusulfamide) , ^7 
yy (befran) , y^P^ty-^ (cyproconazol 
e) > x^n7^^A (tecloftalam) , y)Vuj"J— )V 
-vX (furconazole-cis) , 7xWz;p (fenethani 
1) > V*y)VTV-)V (dimefluazole) , x^jlhV 
TJ—)V (ethyl trianol) , x7n^7— )V (tebucona 
zole) , t+V'J-y^S (oxolinic acid) , tTU^ 

50 f>f7x> (pyrimidifen) , f^7x;yH (tebufen 
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ozide) , V*Vu¥> (pymetrozine) , AC 3 0 3, 
6 0 3, 9*y)V*f^Y (thif luzamide) , BC7 2 3, 
fcflM^x )V (pyrimethanil) , 7 )V*r>n±V—)V 

(f luquinconazole) , 7x>ynt7-A (fenbucona 
zole) , Ro 15-2405, 7A^ot!;^X (ampro 
pylfos) , ^/^'JA (mepanipyrim) , ^b^i~V 
— )V (metconazole) , y-Yyn^J—)]/ (tetraconazo 
le) , ^XjUfn— )V (penylpyrrole) , HJ773^> 
K (triazoxide) , r^ra?-*/— )V (tebuconazole) , 
tVI*— :/ (debacarb) , 5 7^77-^ (myxothiazo 
1) , f7WJ> (tefluthrin) , NC-17 0, N 
C-18 4, (drawin) , 7)l**V> (fi 

umethrin) , #U)VXb*i'TfcX (chlorethoxyfos) , 

h (fosthiazate) , 1M > 

(zetamethain) , ^jl— I) >3 t x>5/> (thuringiens 
in) , ^-isyfrTs^y (beta-cyfluthrin) , 
77W7x> (silafluofen) , 7^7D^i/7x> 

(fluproxyfen) , 7Jlo^ vtV > (altemicidin) , 
77VXU> (prallethrin) , tf'J7n^>7x> (p 
yriproxyfen) , *f $7uxV> (imiprothrin) , 
x>^7D> (lufenuron) ^ e 

[0020] tf^v-;vsi«fr*fc«-e 

* £ ^ ti s: n tc & m -r * n t k ct o t t> s a ft m & ^ 

urydema rugosum), -Y^#n;fr.* Av(Scotinophara Iu 
rida), sfryMJ*;* AS' (Rip tortus clavatus), ±zs 
y>/W(Stephanitis nashi), fc* hbf£>#ttaodel 
phax striatellus), hbT'f n£>;*j(Nilaparvata luge 
ns), ^T^D33AW(Nephotettix cincticeps), 
/ ^^^f tf^AMUnaspis yanonensis), P^XT^? 
AS"(Aphis glycines), — -fe^f nz^^AMLipap 
bis erysimi), :$ f -Y3>7:/^A>'(Brevicoryne brass 
icae), ^^T^^A^CAphis gossypii), t>^3 
^"^^5 (Trialeurodes vaporariorum), ^A33ti^ 
^(Bemisia tabaci)^<Z>¥fflSS&, WLtfA*^ 
a K'XSpodoptera litura). vn-f f^ya h»>(Spod 
optera exigua), (Plutella xylostella), : 6> 

isuj-s »j7(Pieris rapae crucivora), — ^j;^ # (Chi 
lo suppressalis), ^ v^^^yAtoutographa nigr 
isigna), ^An#(Helicoverpa assulta), ^Arn/ty 

ACHeliothis virescens), 773 h#(Pseudale 
tia separata), a h*>#(Mamestra brassicae), U> 

^ ; 6>A"7'+(Adoxophyes orana fasciata), 7 
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#(Notarcha derogata), n^y #(Cnapha 
locrocis medinalis), S^tf-^ ^Etf (Phthorimaea oper 
culella)^<Z)»&B§3L WAkf^-v/*^ n71f S £ 
v(Scirtothrips dorsalis), ^^-i uT*?^W 
(Thrips palmi)3?£>71fa^gg3u ViZM—Vo.*? 
i^So 1 ^^(Epilachna vigintioctopunctata), # 
I) AAMAulacophora femoral is), +X^;$AAy 
(Pbyllotreta striolata), -f* KD^A^XOulemaor 
yzae), ^f^\7^A^(Echinociiemns squameus), ^f^5 

10 XV^AMLissorhoptrus oryzophilus), 1Hf>r3— 
h 1 ?— A(Diabrotica nndecimpaDctata),3D7K'f€A 
Ay(Leptiootarsa decemlineata)^¥^g$A, MA. 
«-fXA*X(Mosca domestica), 7*-f X*(Culex pipi 
ens pal lens), I ^> / 7^(Tabanus trigonus), ^T^^f 
A*X(Delia antiqua), ^^/Xx (Delia platura)^0 
^fflSSA, WAtih/^A^^aocusta migratori 
a), 3;^<^-^(0xya japonica), -5r^(Gryllotalpa 
africana)^OSaaSA, W^K^ir/^^yU (Bl 
attella germanica), ^ D^^^U (Periplaneta fulig 

^9 inosa)^©rf^^U^A, n^y07'J (C 

ryptotermes domesticus), -fX>^D7U (Coptotermes 
formosannus), f7hyP7U (Reticulitermes spera 
tus)^CDvD7U S*A, l?9Atf±5A^(Tetranych 
us urticae), ^#>A^x(Panonychus citri), f3> 
1fyA^x(Tetranychus kanzawai), rHr}-5A^x(T 
etranychus cinnabar inus), U >r*A^:(Panonychus 
ulmi), ^*>1J-tf^x(Aculops pelekassD^fO^xS 
^^.^-r^v>^l/ir>^^^(Aphelenchoides 

30 [0021] *&w<D&*m&mt* mm*'Pu<&& 

*&\z)t^&nft%b%;&%m?z>z.t&-v%z><> mx\i 
*&w<D®$m\t. M&<D&&\z*tvxmz\ttr8mm 

\t±mmmtz£\z&K)mm-?z>zttfT:%z><> *hr* 
<Dt&mm\*. mm^m, mmmm. mm^mmzfovx 

40 iWftO. 3g-3, 00Og»S L < «ft50g-l,000gt^:^<t o 

are* zi§>&\z\t. Gmf&ftvmtemm&mo. 1-1, ooo 

ppmff $ U < «3!9lO-500ppinO«H £ 5 

[0022] *55M^75y tr77-;vK»ff^«!Miffl 
jafttLTffl^-sa^, *»Mo75/tr^v r -;uK» 

-&\zmmmmmj$.® \zm ^ znzmmm&mm lt% 
50 ao, &mmm<omzmm±m 
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^VtHP^r^h^XX 4, 4-^ 
HX- 6 ~tert-^;V- 3-^fJP7x7-M 
a , fiifS (09*-tf> XtJt^U->B40 0 

&> tto , «*jh, man* mm. k*j& as 

ft igfflft #i»ft ££ft H*ft KVttft&Wll 
[0 0 2 3] *K9iOSmufitt», 75;K^/-*- 

#u#£m&*tz\*i&mzik&%&i£Z\z&^Tm& 

ft mm. mmm. mm, m^\i. mn^m 
us) * n*L &ft eft ^-xk «WHft£oti 

«n*«fc»i/T, aw&o. i-8 oas 

%. &*v<}mi~2om&%n&-c&z>. ^mz 
a, &ft mm. imm matt. m&&mw) &et 
fliv>s»&»4* a#*5 i - 8 o m&%mm> »&v<\± 
»i-2oiixaa!OTis-p**. Aft aaj&tf-c 
ffl^«»-&tt, a#*so. i-5osa%@&, 

vi««-&tt, Mfir«j5~5 omm%mm, &&i<<\zm 
1-2 oaaxsKtfssrfe*. *x«®8muKtt 30 

(*fctt) iss&j) «««^jifc«i/T, 
m i - 8 o mm%m&. »*u<»4»i-2 osa^e 

a»ft2tioTJia:§^ 9WKI0. 0 0 1-9 9.9 

aa^es, #*b<ttm~9 9maxs*T?*s. 

*»l-2 0Sa%gS> »*KI4JB1-1 ssa 

osa%, ff*b<f4»i-7 oaaxswnrrso* 

&sfl£«»#5 1-20 &m%mm, #* b < »» 1 ~ 1 
om&xumt. *s*52 0-9 oaaxwnrr*©** 
»*bK &ft *?pso 

ttfflKKEbT, *fc£T*WWW* 18 1 0 

o-5, o o om bT»*-r*©3»««fcK *^w<o« 

«ft sse*faft mm, mu 
xh^iftbr> »^v<\twmu mm.7kmu mu so 



4$B§¥8-2 0 8 6 2 0 

^xhftiJti/T, *fcjBF*b<ttWiiairibr«[ 
jrr*;ifc**»*bv*. 

tO 0 2 6] **W©75/ K5*/-MI*#ftllMaft 
J**fcbTJHV»*»£. ffi©»^ett«#£g£bT# 

l**«HtJ«#fc0Jfc*tt. fcULtfl : 0. 1-0. 5 (w/ 
w) , <J;D#3;b<t41 : 0. 2-0.4 (w/w) T*5o 

*fc» «&ft *«H*a*bT«vvrfej;<, -eo* 

§5, K*«W07$/K9 % /-;HW**fc»4*C!)* 
£g£bTfc<fcH»£ftDM£bTt4, MiK<EHft^tl«t 
#lf 6tl*. ±Gb&KVSttJ^Sfct4*dOf2:4:» 
W07SyK^!/-)MiaW|:t««^r-6»&, -Ml 6 
0B£«£l4»fcBJfrS*lfcW«. HRfcHU 0J*tf> 

*»7^y e^y-MHMEt&tt*©* i sags 

tC»bT^gtt^»*fef4«:A»IS»0. 0 1-0. 5 

sags, a^ic»^b<j4»o. i - o . 3 sassosa^ 

[0 0 2 7] *^<D75/t!^y-;i/««#:*fc(4-e 

©jft&»*»8«fcbT««"r*iciKbT»4, =a£*<^i» 

§tS^Lt, MM. ttM. *fnS0. IKSSd, 

tbT«^6n*. WFm&msffltvT\z, mz\*m 

S»tt2) &£3»*ffl^6n«. «[«RJBfcbTJ4* «^ 
>, rh7tKD77>&a , ^rh>S T±h 

7;p*;^^ x / — ;v©x^ 1/ y * H# 

m^<rmxm, s#^mo>&^^&mommm\z 

«^^^t4^©iti:ig'&t*3Ct{cJ:0fTt?n3o 
\Z, *«M©75yK7*/--;i,B|SM(sSfc»4*©J|[** 
fc»«a*T#»WBtbT«lrbTfeJ:V4. X, 7-fe 
h >^ h^x>©tt*»«|^fc»*bT*HfilSai* 
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26 



*4, S^iftO. 5-2 0* (SS) , $5I;:#£L<*4 
»5-15% (SS) fi«**SSLV>. *fc, 

jf?2:L<*4»5-2 0* (gg) SKAV*b^. @Effi 

ftaisfttt, a?«E>aattxtt«* ±«fcBxxr*Bfr 10 

*ft*»J*»«ibTlA,jrir-^afcD, «50. 3g 
-3kg, »^L<«»5 Og-lkgOSl'&Tffl^^o £ 

aWftO. 1-1 0 0 Oppm, flF^U<M:K1^5 0 Oppm 

<Dmm\zmiLx%^z>o * 

R* R 3 R 5 . 



[0 0 2 8] *««©75yif^y-jHIW#:Sfctt* 
Offlt* mx-tefcte® ( I ) &fZ\t*0&$: W&TZJi 

-£©Jfit4, «*.tt*©«k5ft*tt (A) - (H) *fc«fc 
oTHa-rsctaWT?**. TE©«fcfc«kr>Tto&tt 

(i) hia* (io atf (ig) ssm wmm<Dit& 
4rc#&na«£tt±Eb&«»*fc* z-KMvwxn 
t>nz>®&\mm<ntt.G®\z. ^n-en«a»cSEoT^ 

IK 0 5 *«£*H«fc»©* *«>*tt 61Ti|[ t u 
SK«flS-&*atf***fct)ViT»4, (09, WE 

[0 0 2 9] Kigft (A) : ft£tt (II) iflS^lfc (II 

I) fcRfcStt&JiiKiDflA* (I) MWBSns. 
Mbi3] 



it- 

N 

(n) 



NH 




( I } 



■r*> 

V^ftHitTH 09*tf/\ny>EH 1 (7y», & 
*, H*. 3 9*) , Any>K*TlfcHL5«WI 

$ nx v>x <b & & c i - 1 1 7 - (09, * jv** 

S", 7*3^** 5/, FU 7JV*D7*^;i/**v, ^ 
>y^f^**S/» , /\n>^>JS^XlfcV>L5 

$ nxv>x <b<k t> c i - 4 7 )i* ji^x;v*x ;v**-> 
(R **>xjv*x;v**$/, x*>x;v*x;m-* 
^>x;p*— ;v**3/, hU7;i/*n^^>x;i/ 

» *»4&Auy>K : PTrift^L5«BftanT^T 
t»±^Ci-io7U-;i'X;w*n^**i/a (09, 
>x;p*x;v**s/ f p-h;vx>x;i/^-;i/**v, p- 
^d^e^>*>xj|/^x;u**^, ^v^u>x;u^- 

;V**S/^) OTMf&n*. (II) fc#l/ft^4fc 

(III) tttt0.8~1.53am>*©JWff*bl>*«. sis 

*4, t»o«FFT?fr-3TE**««fcWr***c:t 

(09, *■**:*- HJ 9 A, IJM***'J*A. 

F U 9 A, U 9 AS?) , *Kfc7JV;*J U & 

m (09, *k*w-fu*a, , *& 



(hi) 

Sh\ **ft7^*U*JR (0J, **fltf-MJ9A, * 
*fc*U">A«) , 7^*U*JB7JV3*S/F (09, J- 
hU9A^b*i/F, ±hU9AXh*5/F^) , 7;l/ 
*U*« (09, &®±MJ9A, £JR*U*A» ^i: 
0««JiS; 7)WV75.>m (09, hUxy*75 
30 >, hUy^7S>« , ^SK75>S [09, N f N- 
i^^^;V7XU>, tf U^>, 3Uy>, 4- 

(^*^75y) bTU^>^D , 1, 8-v^71ft:v^n 
(5,4,0) 9>^-tr>-7 (KTDBUtK*-rS) 3^^: 

3»j«^6n*. ±E««»tt*nafH«ittUT«^ 

SJlfc^-C**. SSJ4ft-&ft (II) IC»LTJB0.5-1 
OSS, »*l/<tt«0.8-2S«fflV^2:t3B«T#4&, 

frt?n-6o z.<D£? temmtLTtmz.&'ovy, h 

40 >, ^nn^;VA, BS*fc«*#©Any>ft«<fc** 

THFiiKS-TS) , > ? **i^>^©x-x^S, 7ir 
F>, ^^x^l/^h^co^rh^, 7*hxhiJ 

)v, ^ntr*xh»jji/^cDxhu;i/®, y^wuxjp* 

**>F («TDMSOi:liSWt"S) *CD7M+5/ F 
N,N-S?/^**A75F (KTDMF^Kftf 
£) , N,N-^/^7ir h7^ F*®K7S FS* ftS 

5» y-M yn^/-Jk < 7:/n/v-;MP©7Ji'3- 
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(15) 



8-208620 



2? 



R 2 V FP 




K£fi£«ffl#, «9-20~250'C. #£L<KtaSjl0~150 

•c. s^ratsa^ im~smm. »*u<«2~2o 

B#ffi©ttHT<&-5. ^KlSTtt. R 6 RtfR««Any> 

[0 0 3 0] ©itS (B) : (IV) i:<fc-&4& 

(V) t&R^S-a-S^tlCt»5» Vc^m (I) 

[^14] 
R 6 

1 1 ) 



N 

R< 

(IV) (v) 

•T-5) [0 0 3 1] SSiiS (C) : (lb) ifc^Bl (V 

±EY'-r^3n5K«Se, ffiffiY'TfacSnsflBfSS I) t£R*£:$1t:SC:a:ICj;(5. (I) *i»iisn 

tusa^-rs. #E£Kt. ±msm& (a) s. 

©KiS^ftTffJ&'SCt^-e^a. Y'tLTIt AD&a? Hfcl5] 




R*'-Y3 
(VI) 



*- ( I ) 



(.lb ) 



★fc^f*. ±e»i6fc (A) £E«©E*S& 

[0 0 3 2] SJjgjS (D) : (Ic) £fc£<» (VI 

50 I) t£K«:$«5Ca:(Cj;D. (I) OfiSmsn 

[fcl 6] 




H 1: — Y* 



ivm 



(Ic) 

(Sf YMSKIKS&. R"ttf»SnT^Tt)J:ViS 

±IBY < T^3n5ffiiIIIStt. MffiY'TSansKlKS 
ti^jtSi£^-5. ±ffiR I, T?*$n-5Blft$nTViT 

s. ±EKiiffi (A) tm&aKfo&ft-vm 

[0 0 3 3] Kjgfc (E) : (VIII) iDft^ 

(ic) tfisigsns. 

Wfcl 7] 



40 




no 



50 



(vim 

^Cto ) 

(vni) ©lft«S<fc£jS-e<&t). R ,2 tc 

S. R 1J tL-Ttt, aS73/S©«!Btffl^Snstt 
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30 



«*tft -r/^k ^>v;k ^f+s/*^*:^ 

tfR l2 <&3£fc3A#flH4, «*«^nf*r^^ 
—77,4 >y ^ v >ir (Protective Group 

s in Organic Synthesis) -fc* F^U— >R 

XP£—9—*?yy (Theodora W. Greene and Peter G. * 



*M. Wuts) mW 309-405M, S?3 U— 7> 
Flt>Xlt (John Wiley & Sons, Inc.) (— — 

[0 0 3 4] fiiSifc (F) : ftdtt (Id) fcfc<&tt (I 
[ft 18] 



R \ R\ R6 

R 8 R 7 



(DC) 



(Id) 



«*Y«ttRJi**» R 5 * 14^ Fag, -hDVS, 

->7ys> Aoy>jg^ *n*nB*a*iTo^Tt>j; 

±ffiY 5 T^£n*K»££LTt4* Y^ssnsKiB 

fclAtf-Fog* ^^7±hS> ±gb£<fc'5fcAn 
y>M¥* «A«*;V3;k 7-fe?Jk bU7*tn7 

v»Ci-ii7^;«»Tr*s. <fr&4fc (id) K#Lfl:'&ft 

(IX) «^>Stc3tls|^^(gr)*^«ltrffiv^Ci: , bT SO 
S>S«tlS«^fe»±SSi§S (A) -H8-^fcJ:5tt* 

1:1— l:10©«-&T?n-&bTffl^T*)±K 
^-T^V^S-&(CttWA«±IBSj§S (A) -ca^fc 

R a v .R 3 * R5b R 6b 



(BMfc) 



^£&MRI«a&t4ft;<&«> (IX) fc±-3TJltt**«, a 

*a-ioo-25o , c&m^-'io0^)i5fflT*§ o 

*4fls£*K! (IX) ©<fr&ft (Id) tc*fr*#«^B&£J& 
**«te««ft*. c©±3«tt*Ht1ttil/Tlt 

tito«)-&7U— (Friedel-Craft 
s) KJ&^tf^XV-fir— (Vilsmeiyer) 

(Advanced Organic Chemistry) ^nffi, i?x>J-V- 
5 1 (Jerry March) 1977¥, 473-505H, V^D- 
M)V (McGraw-Hill) «t-BMMt) JCft5 H 

[0 0 3 4] Sigj* (G) : 1t&® (Ie) SKftf^C 

(-S (O) -) *&B^**->XJP7-r 

(-s (o) 2-) fc=rr*fc£ii ao #w*n 
Msi 9] 

R 5 * R* 5 



R 6b R n» 

(Ie) 

(SC+R lb -R 8b »«XM4*n*nR l -R 8 2KKXi 
H*«T?***«, 4>ft<fcfc-Of4XJI/7^ FJ8-& (- 
S-) Sfcl4**>'X^7-f (-S (O) -) * 

*-r*aft*u R i «-R , *»tfx e i4*n*nR , -R 

;v^^Fj|g^ (-s (o) -) *fci4^**'>x;V7-r 

f*&& (-s (o) 2-) £*rr*S£^"f) 




50 



(If) 

3V%* N-^D«A^B-f5F (NB 

s) , a-F->;^>i?x «ftx^7U^t^*->u 
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nso sabs*, (a) xm^it&oimm^x 

<D&0 ifoO. 8-1.2 fg3fifflV>£tl5<&jW£bl^ 

WIBBH^*«fc»fcJ;oTJlfc**k SS«J0-100 * 



R 13 -Y° 
(X) 



32 




*x:. 10^-10 B©Kt?3& §o 

[0 0 3 5] &fttt (H) : ft^fef (Ig) £ft-&ft 

(X) 9, ft^fe (Ih) tffiig 

[ft2 0] 

— " N ^vrQ 

R 1 T 

R 8 R 7 



(Ig) 



±e r 1 3 a nx v>t «> <fc v^ft^istss 

±iaY 6 T^£n£K«S£bTBYlRtfY2 

R* Ha 



(Ih) 

^ (ttft«, MEC-1 1) <Dcfc<5fcMECIS2i 
7C, ^-f *>ftfS&HR^ «*) ) ?&fflVitt)J;K * 
EJSfck ±E»ig& (A) £[^&<BEJ&*fr?iifT$tf 

[0 0 3 6] fijiiS (I) : P*)V7>( HA:$4fe CD 
ifcB^S^^Mfr&lfc (10 £ft-&& ail) <h£ 

20 &m (ih) #«s;sh*. 

Mb 2 i] 




R2 SCN „ R 

\ / R » R 



R 13_ Y 7 

rxn) 



*~ (Ih) 



R1 



R« 



(D ) 



ft^^j an *fc« at) fc»bft-&fc am stfa 

£fti>"T U 9 AB#50. 8~5^Sffl l» b ^ 

(A) -Wfi^Jtiitt, 3f«RKft*m Any 
>ft^ft*^S, ttftMfeMtfi. x-?>H* -HJ 

m*pxftt>nz>. E£&ttBaft* #5-100-200^ » 
£ t < B»a-5o-7o , c> ramnBa*. 

JfrS b < B30»-5B*B©«HT*«. 



[0 0 3 7] d<0<fc5fcbT#Snfcft-&<» 0) C (I 
c) , (If) £<fctf (Ih) £#&) *&B*©*B4M0 
<Z>#g!, «A«JMfc MEM. JSJ&tt 
til* KttXSI. i'DYh^- «gSft, B 

OK^®tbTffiffl$n5ft-&^05 , &, ft-&® (I 
I) BR»ffr&tt*«*<, 4i**&B**lt!B«©*ft 

•c«rc#*tt. TBfc£* (lib) , die) • an 

I) , (lid) , (lie) % dig) fccktf CIV) SfcB 

(in) ^js»tbx, -en-en±E bfcKiis (o 

- (i) iR«"bL<H»f4Wtt'CW«2:i* 

[ft2 2] 
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(18) *ftBl¥8-*2 0 8 6 2 0 

33 34 
R 3 R 2 v .R 3 R 2 v R 3 R 2 , 



%^NH 2 V-NH %^NH 

tnb) i iici ixnr) ind) 



N 

Alb 

(De) 



NH 



R*SH 



N 

(Us) 



NH 
i . 
R 4 



R' * 



NH 



it&m (iv) a#4i»*fctt-€'nt!B<H©3Sftt-ca 

Tffi*b£& (IVc) , ttV) , (IVd) > 
(IVe) , (IVg) *5<ktf (XVI) Sfcte (IVi) ZMftt * 

R 2 . R 3 



R 2 R 3 



N 

I 

H 

UVc) 



Y 2 



N 

(XV) 



(XIV) Uli) 

*lt> -en^n±iBbfc©i§s (d) - (i) 

Hfc2 3] 



v .R 3 R 2 . R 21 ^ *P> 

O-V rttya 



N 

(IVd) 



w 

R 1b 
(TVc) 



R \X SH R 2 N .S^) 2 



N 



N 

At 

(xvn 



R 2 . SCN 



llVg) 

(S*CD|B^ttt9Ei:^igSl^ro ) 

cnf,ft^ ai) *5<fcrWt-&» (iv) a)Sigffi^<os 30 

j©-?#£ 0 fls^ft (lb) , (Ic) , (Id) , (Ie) , 

(ig) &&zf (id u&5mfc&®-z$>*) , WAtffrfb 
&®zm&tvT\,*z%&£k9v<D±.mmm& (a) - 
(i) fc£DKirc#5« vc&m (ig) ao 

So fc£<& dig) ^imb^ (ivg) 'b^^tcsagT 40 

f^o (viii) te, 0g*tf#&Wb£&£E8o 

tmi$o*&-eM&T?%z>fo* it^m (Ig) £K*b£1* 

Ttws-r*;: was 

±ISKigffi (G) fc«t3Tfc±^*«, £DS?nfc&{b 
SO, rfcfcS^*?^*^**^!* (DMSO) 

A * aiv) fectr/fl:^ (xv 
dig) isiiWfr&tt (IV 50 



N 
R 1 

(IVi) 
[0 0 38] 

Utkmi AX c E>3h'? (Spodoptera litora) \ZM 

(wmmmw) \z. ere** 

ween)20 (S©«) £^tT0.5 ml(D7-fe h>-C*8#U 3 

ooof&sRo^-f > (aBa^iax3g m mvmmm 

*T3f^a«(100 ppm)tLTX^l^-^>rl!IJK20 ml 
a h^CD3»«lAl0a$rft-&, (25 

t:) icg#, 50«o[)5EtA*&Afco 
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[0 0 3 9] UtkM2 ~#;*>f # (Chilo suppressal 

wsfcTwrfcH-rassBK *«a (6, i*/vm?d 

No. T^) 5 mg£h*-f->(tween)20 £ 
^tTO.5 ml(07irh>TS»U 3000fg#RO^-f >* 
TBfS»S(100ppm)tLTXyv-^>TlllK20 ml/ 
*yh*«*L&. 3S£*£jv*l£t>&«, -Y*ffS1?£Kfi&1f 

(US 3 cnu KS20 cm) tC*®*5 ml £*tC Atl* — 
#*-f #<03*S&dUOgi£;&ofco £<Z>tt8fc«£27 , C(Z> 



30 



0 :ft»)WB866n36:^. 

i : z:<m&\z (ijaiKoi/i okt) 

2 : ftEMHK® 1 / 2 ^QftftPiKft StlSo 

3 : mwm<D i / 2 k±oa«9w» en^o 

E*2] 
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t*2) £Qm*>frte&5\z. *5MH©75/t!9*/— -fV^nb!^*, Bu : ttM& i-Bu : V^;VS> 

;VB*#*fcl4*©»4-*^^iflC»UT«nfc«fi t-Bu : t-^;«, Ac : Ttt)V&* Ph : 7i=iH, 

aS^bTV^, Ms : ^^>X;^-;VS, s : is>{flsy K br : ?U 

[0 0 4 0] -F («JKW . d:^W;K dd: jr^Uyb?? 

K§irr**<, *%mtznz<Dmmmzw&&6tznz> *?v*j k j : hz : cdci 3 : a^n 

^#t>0>Tt4ft^o ^iW&r^W<0*7A^D7h D*JPA, DMSO-ds :fiDMSCX % : SS%, M 
^7 7^-^^SfflJ4TLC (Thin Layer Chromat 50 p. : B0£ , Bp. : iftjfiL 0)14*515 

ography, ii^av F^77>< -) KifcWTF Kfr ~2rcMfi*-r*. 
frtlfco TLC«Kfc:&HTtt* TLCyi/- F£bT [004 1] &%W1 

*)V>7 (Merck) &S<B*-1£;vy;i/60F 254 (70^230 7x- J^t:F7^> (0.35 ml, 3.55 anno l) £7-feh- 

^yS/a) BHJBIIfcLTI4*7A*nvhjf57 bV)V (15 ml) fc«#LT\ fflre«#Lfc#*& 3,3- 

-f-T?«ia*litUTffl^fc««tS, ttfflfttLTUV 5>fc Ha^i/-4,4,4-hU7J^n^D-hU;V (0.5 

tfcfflg£8J8Lfco *9AfflS/U*yjW4HC<^JH^ 0 g, 3.23 mmol) OTirh-hUJV (5 ml) &«£5# 

ttfiCD*--tf;l/y;V60 (70-230* a.) Sfflfrtfe. fflTJSTLfco 1. 5l*IB«#bfc«, E£fl£4b£Mt 

NMRX^ M447JMJ--AC-2 0 0 PfflX^ F LT3BitlC^*tf>iSM P V T'D ^X-f**Mt 

n*-^-T?«l£U £<5te£ppmT3KL£o 7 r Dh> *rlfl»ft**l/fc. 3-fc HD^i/-4,4,4- h U 7)V*U- 
NMR PH-NMR) ©S'&tt^ 1 h > 40 3-(2-7x=*t F9y/)^n= h UJU **»fil6 

7y*NMR ( 19 F-NMR) 0D®-&14 F U £ n D StLt 0.61g#fc. l H NMR (CDCW): 3.02 (2H, 

y)l*U*?>**n*nto®&mtlsTft^1to mm s), 4.46 (1H, br. s), 5.40 (lH, br. s), 6.89-7.04 

mm£VTm&mm*m^z%&\zmwmz7F;Lfr&m oh, n>, 7.23-7.30 m. m). i9 fnmr (cdcu): -8 

\*&mmv>®mm&ttT:$>z>. Tm&mmvm^znit 2.22 of, s). a-t h 0*3^,4,4- h y 7**n-3-(2- 

K*Mfr&*03** ^ffl\Z&m<Dte^ik&®!RZt&% 7x-;Ut F^^/)^n- hU;K260 nig, 1.06 mmo 

m<om&{k&®\tmmit&®i-v$>r), 'Atnztctttuz n tb)vx>> (smi) <DM&®izmm (o.smi) £Hd 

fl^fc#ttT»ircftS. fc*, TE##«, SffifllR *T100t:T?15#[iO&#Lfco E«fi£»ft*8bT» 

«3<-8) T?8V»*KW4* *©±5ft««*«rr «EK^*tf>«lnAT«HJB*5ttU 5-73 7-1-7 

x-;v-3-(FU7;v^n^5 1 ;v)h:7\/-;v (#-D 

Me : ^^;VS, Et : X^;i/g, Pr : ^DWH, i-Pr : 50 SSMMMSBfcUT 240 mg#fco *H NMR (CDC 1 $ ) : 3.9 
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2 (2H, br. s), 5.87 OH,s), 7.42-7.58 (5H, m). 19 
F NMR (CDCls): -63.48 (3F, s). 
[0 04 2] &%M2 
(l-£ □ D-2, 2, 2- h U 7)1* DXfUf»VD>-h 
V)V (9.03 g, 0.05 mol), #M1jW& (10.37 g, 0. 
075 mol) RZfT± b-hV)l (50 ml) CDg^lCtH 

5^>-*fn& (3.0g, 0.06 mol) zmtfrftTm^ 
m : #nuft)VlK/X?J-)V=5/l) T881U 5- 10 

7^y-4-^7/-3-(hU7;i/^n^ 7* j w tr ^ 

(#-2) $ 6.1 g 'H NMR (DMSO-de): 6.87 (2 

H, s), 12.79 (1H, br. s). 19 F NMR (DMSO-de): -61. 
91 (3F,s). 

[0 04 3] ###13 
m$m (13.4 ml) tC*&TTffi^±hU£A (1.68 
g, 24.0 mmol) £JP;L 3 0MS»Lfco 50-60t:(C 

iu*i/T3Fjwfc«s*fc«ws*fco'6, comets 

7^;-2-^DDt!Uy> (2.62 g, 20.0 mmol) CDftK 
(20 ml) SSI^OttfiSTlfc. 2 PSfflif8«, S^CIC # 
ftMU *6flSXX (II) (12.0 g, 60.0mmol) OfltBK 
(13.4 ml) S«c$jBA^o 2l$mil#& #rfflft£«EE 

u 7>^7*-rpH8-9ti/m mm^jvx 

»»U 1.06 g <D&K<D6-#DD-3-fc!US?;i/t: H 
(#-3) £f#fco l HNMR (DMS0-d6): 4.16 (2H, 
br. s), 7.11-7.21 (3H, m), 7.88 (IE. dd, J=2.5, 

I. 4 Hz). 

[0 0 4 4] #%0H 30 
##09 3<Z>5ljiS;£##K:U b*zs7 
x^tH7^> (#-4) £&Bfl£LTflfco 

[0045] ##0J5 

t-^;i/b K^S^JfflBffi (4.1 g, 33.03 mmol) £;* 

^y-;p (25mi) \zm*i>TmmrcfmLu&ioa-? 

nn-2. 2, 2-hU7WDX5 1 Uf»'7n>zhu;i' 

(2.0g, 11.01 mmol) Jn*-fc. Wz, *?&TT 

ffi#Lfc#£ HJX?MU75> (4.6 ml, 33.03 mmol) 
<Z)**/-;i/ (5 ml) &«£15#fBTirFL& 0 
15KfMJnJ»S«£T"t?l^KffiJ*bfeO-&, KfeU^mz 40 

-{YV7)V*u*?)\,)¥7y<-)), (#-5) 
jeatUT 2.52 g ^fc 0 *H NMR (CDCls): 1.65 (9H, 
s), 4.55 (2H, br. s). l9 F NMR (CDCls): -63.58(3F, 
s). 

[0 04 6] ###16-2 3 

#%« 5 <om&& £## \Z t T, (1- £ n □ -2, 2, 2- h U 
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5-75 7 -4-v7 y - w v fcf ;v-3- ( h u 7 ^ a ^ 

wwtr^ 1 /-^ (#-6) 

*H NMR (DMSO-de): 1.30 (6H, d, J=6.5 Hz), 4.52 (1 
H, m), 7.05 (2H, br. s). 

5-75 / -4- v 7 / > ( NU7;i/^D^ 
7M\ZvV—)V (#-7) 

J H NMR (DMSO-de): 0.92 (9H, s). 3.80 (2H, s), 7.06 

(2H, br. s). 
19 F NMR (DMSO-de): -61.90 (3F, s). 
5- 7 5 J -4-> 7 / -1- (2, 2, 2- h U 7 )V* □ X5 1 ; W -3- 

(hU7;^D^^;wb!^ (#-8) 

Mp. 112. 5-113. St;. 

*H NMR (CDCls): 4.62 (2H, q, J=8.3 Hz), 4.75 (2H, 
br. s). 

I9 F NMR (CDCls): -64.17 (3F, s), -70.54 (3F, t, J= 
9.2 Hz). 

5-75 7 -4- v 7 /-l-* h^7±^)V-3-( hU 7)V* 
UttMK^J—fr (#-9) 

X H NMR (DMSO-de): 3.71 (3H, s), 4.97 (2H, s), 7.26 

(2H, br. s). 
19 F NMR (DMSO-de): -62.16 (3F, s). 
5-75 ;-4-y7/-l-y^P^yJl^3-( h U 7)V*U 
ttMKvV—fr (#-1 0) 
l E NMR (DMSO-de): 1.05-1.95 (10H, m), 4.14 (1H, 
m), 7.05 (2H f br. s). 
l9 F NMR (DMSO-de): -61.66 (3F, s). 
5- 7 5 / -4- y 7 ; -1- 7 x - 3- ( h U 7)V*U*^ 
MMvV—fr (#-1 1) Mp. 99.5-1001C 
J H NMR (DMSO-de): 7.17 (2H, s), 7.45-7.60 (5H, 
m). 

19 F NMR (DMSO-de): -62.14 (3F, s). 

5-75 y-4->7/-l-(2-^ DD7x-JW-3-( h »J 7)1 

*U*3 L )V)\±yV-)\' (#-1 2) 

Mp. 146-147T. 

l E NMR (DMSO-de): 7.53-7.74 (4H, m), 7.21 (2H, b 
r. s). 

19 F NMR (DMSO-de): -62.33 (3F, s). 

5-75 y-4->7/-l-(3-^ DD7xZjW-3-( h U 7)1 

*U*^)V)\iyV-)V (#-13) 

Mp. 190-192t;. 

J H NMR (CDCls): 7.52-7.64 (4H, m), 7.31 (2H, br. 
s). 

19 F NMR (CDCh): -62.27 (3F,s). 

5- 7 5 J -1- (4- ^ n □ 7 x X )V) -4- y7;-3-(HU7 )l 

*U*^)V)\Z^J-)\, (#- 1 4) 

l E NMR (DMSO-de): 7.58 (4H, m), 7.23 (2H, br. s). 

I9 F NMR (DMSO-de): -62.38 (3F ( s). 

5- 7 5 J -4-> 7 / -1- (4- ^ h * ^ 7 x x;i/) -3- ( h U 7 

)\,*a*9-M\£7*J-)l, (#-1 5) 
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*H NMR (DMSO-de): 3.83 (3H, s), 7.05 (2H, d, J=8. 8 
Hz), 7.U (2H, br. s), 7.43 (2H, d, 1=8.8 Hz). 
19 F NMR (DMSO-de): -62.15 (3F, s). 
5-T ^ / -4- v 7 7 -1- (4-X h D7xZ;W-3-( h U V)V 
*U^)V)My^-)V (#-1 6) 
l H NMR (DMSO-de): 7.87 (2H, d, J=9.1 Hz), 7.50 (2 
H, br. s), 8.39 (2H, d, J=9.1 Hz). 
l9 F NMR (DMSO-de): -62.56 (3F, s). 
5- 7 ^ y -4- v 7 / -1- (2, 4- v 2 □ D7x3)-3-( h U 

y)V*u^)V)\fyV-)V (#- 1 7) 10 

Mp. 147—148T:. 

l H NMR (DMSO-de): 7.29 (2H, s), 7.59-7.71 (2H, 

m), 7.91 (1H, d, J=1.6 Hz). 

19 F NMR (DMSO-de): -62.39 (3F, s). 

5-7 5 J -4- v7 /-l- (3, 4-v^ DD7 xX;W -3-( h U 

yfr-tUttMKJV—fr (#- 1 8) 

Mp. 158.5-160T;. 

l H NMR (DMSO-de): 7.34 (2H, s)» 7.55 (1H, dd, J=6. 

2, 2.5 Hz), 7.83 (1H, dd, J=6.5, 2.1Hz), 7.78 (1 

H, s). 20 

I9 F NMR (DMSO-de): -62.56 (3F, s). 

5-7 S J-A-i/7 J -1- (3, 5- v# PP7 xX;W-3-( h U 

7)\,*U*?MV^J-)\> (#-1 9) 

Mp. 143-144t:. 

l H NMR (DMSO-de): 7.58 (IB, t, J=4.9 Hz), 8.94 (2 
H, d, J=4.9 Hz), 8.48 (2H, br. s). 
19 F NMR (DMSO-de ) : -62.82 (3F. s). 
5-75/-l-(4-^DD-3-^htx7x ~M -4- S"7 / - 

s-lh*)yfr*u*<?M\>^j—n, (#-2 0) 

l H NMR (DMSO-de): 3.92 (3H, s), 7.10 (1H, dd, J=8. 30 
5, 2.3 Hz), 7.27 (2H, s), 7.30 (1H, d, J=2.3 Hz), 
7.60 (IE, d, J=8.4 Hz). 
19 F NMR (DMSO-de): -62.20 (3F,s). 

5-75 y-4->7y-i-(2-tf u ^;w-3-( h u y)i*u* 

FMVyV-fr (#-2 1) 

l H NMR (DMSO-de): 7.44 (1H, t, 1=6.1 Hz), 7.85 (1 
H, d, J=7.5Hz), 8.07 (1H, t, J=7.4 Hz), 8.48 (2H, 

br. s), 8.52 (1H, d). 
l9 F NMR (DMSO-de): -62.69 (3F, s). 
5- 7 5 / -4- i V 7 J -1- (6- 9 D D -3- M U VM -3- (HJ 40 
7)\,*n*TM\ZyV-))s (#-2 2) 
l H NMR (DMSO-de): 7.41 (2H, s), 7.72 (1H, d, 1=8.5 

Hz), 8.07 OH, dd, 8.5, 2.8 Hz), 8.63 (1H, d, J= 
2.8 Hz). 

l9 F NMR (DMSO-de): -62.44 (3F, s). 
5-75y-4-y7/-l-(2-t:U 5 i?x;W-3-( h U 7)1* 
u*9>M\£y x J-)]s (#-2 3) 
l H NMR (DMSO-de) : 7.58 (1H, t, J*4.9 Hz), 8.94 (2 
H, d, J=4.9 Hz), 8.48 (2H, br. s). 

19 F NMR (DMSO-de) : -62.82 (3F, s). 50 
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[0 04 7] #^0924 

##eu 5 ommmtmmz vx. a-z n n-2, 2, 3, 3, 3- 
jvtFyvymmm&Kfez^ 5-7^/-i-t-^;i- 

4- 1/ 7 7 -3- K > 9 y a X t! y (# - 

2 4) £f§fco Mp. 78-79^; *H NMR (CDCls) d=1.6 
4 (9H, s), 4.63 (2H, br. s). 19 F NMR(CDCls) d=-ll 
4.11 (2F, Q, J=2.5Hz), -84.52 (3F, t, J=2.5Hz). 
[0 04 8] ##ff«2 5 

7x-Jl/t YyVy (0.9 ml, 9.17 mmol) t7±h — 

hu;v (20 mi) om&m\z$mi3 x )V2± a 27 g, 9.1 

7 mmol) &JlDAT2t:Ta#L^^(l-^DD-2,2,2- 
hU7;^DX5 1 UT r »>'7yftK^^ (2.0 g, 9. 
32 mmol) £7irhxHJ;]/ (10 ml) \Z®frLtcm&& 

^xmm^^mhx 5-757 -i-y x^r-(hu7 

;^D^^;Wtr7\/-;^-4-^;j/3K>K^^ (#-2 

5) £»fi|gS£L<T 950 mg %Tz. Mp. 96-98"Co 
! H NMR (CDCls): 3.88 (3H,s), 5.51 (2H, br. s), 7.4 
8-7.55 (5H, m). 19 F NMR (CDCls): -63.95 (3F,s). 
[0049] #*«92 6 

4-( h U y)V*u * y xx;i/7ir hx h u )V (4. 97 

g, 0.0268 mol) ©THF (40 ml) m&\Z 1.62 M 7 
^y?9A^*1*>»l* (18.2 ml, 0.0295 mol) £ 
7irh>- F5-f7>fXfif*Tl O^fflTiTFUfco 2 
0 5>dHtT0'CtC#mLfc(D^, hU7;V*P*8Xf 
^ (4.20 g, 0.0295 mol) S0t:"C5^MT}8TUfeo 

Rfem&m*&&x \$fm, 70 < c-c4i^w«}^, mm 

Lfc. hJUX> (50 ml) £!n*.> StfltlBL&o 

T, C(D«3l6SSt^n n^^>(80 ml) <bm&mz 

E&ffcU > (6.15 g, 0.0295 mol) &}>h*fmX. & 

ovh^77>{-^>^wp do g) &in^ 

ttffit&&t)1i:T«SS^ ^7^D?h^77^- 
(JgraStt: v^nn^^>/'\*lJ->=l/l) "CIS 

8U 1.01 g <D 3-^DP-4,4,4-hU7MD-2-[4- 

(hU7;vtD^ y x x j w -2-7 x >x h u ji' (ffl 

Stt) Sr^^io ! HNMR (CDCls): 7.65-7.83 (4H, n). 
19 F NMR (CDCls): -64.91 (3F, s), -63.70(3F, s)« ffl 
S©3-^ □ D-4,4,4- h U y)V*U-2-[A-( h U ^;l/^D 
^ 7x-W-2-^t >X h 'J ;i/ (1.00 g, 3.34 mm 
olK t-^JI/hH9y>*IMa (0.624 g, 5. 01 mmol) 
&tM*/-Jl/ (10 ml) *?&T"ChUx 
?^7S> (1.01 g, 10.01 mmol) $5»KT?j8Tb 

^« S^E^«r^t^SST3 0», ^M"C2^K}a^ 
ft. * (80 mOtc&ttfc. ^DD^^>T?iHiU ft 
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^\^1t>Tft»U 0.214g 0D5-75/-l-t-^;V-3- 
( h U 7)V*U*?)V)-4r\A-( h U 7MD^fW7x 
-MtT^y-;!/ (#-2 6) Mp. 114. S^o 

J H NMR (CDCls): 1.69 (9H, s), 3.71 (2H, br. s), 7. 
46 (2H, d-like, J=8.1Hz), 7.67 (2H, d-like, J=8.1 

Hz)o 19 F NMR (CDC 13) : -63.02 (3F, s), -60.22 (3F, 

s). 

[0 0 5 0] &%m2 7 10 
7-U> (5 ml, 0.0549 molK »£K (12 ml, 0.144 
mo IK * (20 ml) <Dm&m8L\~m8m*bVVJ± (4.1 

g, 0.0576 mol) <D* (15 ml) S»*0tBlTT4 0 

AMommzntt. 2, s-j^yj 7u\?*>m*?)v 

(9.1g, 0.0659 mol), WMtrbWA (7.0 g, 0.0853 
mol), x^/-;l^ (40 ml) O«SJStC0t:^TT?, * 

til &&t 2 R»n»m. v#un*?>Tt6m\s 
fee ^mmtmyy^-y* (20 mi) £in*_> 3&ffl a? 

- (J&M&jK: £nn*;i,A/#Kx^==l 2/1) 
T*MU 5.26 g 05-7 ^ 7 -3-v 7 7 -l-Yx.~)V tf 
y*/—)V (#-2 7) Mp. 75-77t:o *H NMR 

(CDCh): 4.00 (2H, s), 5.97 (1H. s), 7.40-7.60 
(7H, m). 

[00 5 1] #*#!28 

t-^JVt K^v>ffiRie (1.25 g, 0.01 mol) <D X 
*y-;i/ (10 ml) mmz, *»Tfh7^7/XfI/ 30 
> (1.28 g, 10 mmol) £ 10# jWtTinfcfc. SSTC1 

5^ffiS^Lfc«, S^tC* (20 ml) &a€fAn»i/ 

<ffi»ufeo ctifcawxwu oomi) zmzmmm 
$»«tLfco ftsx^v (30 mi) -e 2©aaiL^r«@ 

A/x*y-;i,= 9/l) TSKU ffl£j»»£#fc<, 

c:n&-rvyDt:;^7;pn-;i/Tft^ba:jft^> 5-75 

/ -l-t-^;i/-3, 4-yy7 J KyV—)V (#- 2 8) 
(0.12 g) Znrz* l H NMR (DMSO-de): 1.54 (9H, s), 40 
6.96 (2H, br. s). 

[0 0 5 2] ##092 9 
6-^UD-3-tfU^;VkH^>?> (#-3) (0.37g, 2. 
58 mmol) fttfx h^T/ X^V> (0.34 g, 2.58 mm 
ol) fcX*/-^* 70 < CT4«fWSnS»bL KJfcfflteft 

Lfco 0.31 g05-75/-l-(6-^na-3-t:U^W-3,4 
J )£?V—)V (#-2 9) £#fco Mp. 238- 
239t:. X H NMR (DMSO-de): 7.54 (2H, s) ( 7.75 (IB, 
d, J=8.5Hz), 8.09 (1H, dd, J=8.5, 2.7 Hz), 8.64 50 
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OH, d, J=2.7Hz). 
[0 0 5 3] ##033 0 

*»T* 5-7 ^ y -3, 4- v v 7 y tr ^ (1.07 g, 

8.04 mmol) 2>&;&DMSO (6 ml) fSWL\Z. \-?b* 
5^*y^A (0.992 g, 8.84 mmol) S^bt^ttjlfc© 
^DDpC^VpC^x— (0.712 g, 8.84 mmo 
1) (1 ml) &i££5#fffl-Ci8TL 

&. HfiirC3 05h gflT3 Oftmtm. *(80 ml) 

<f- : y^ony^>/^^y-;P= 2 0/ 

1-15/1) -CllfiU #£n&@#£^DD*;UA 
t?*»U 0.78 g h*5/;*?;i<-3 f 4- 
i?z/Y S\lyV-)V (#-3 0) £f§& 0 Mp. 145-1 
48*Co l E NMR (DMSO-de): 3.27 (3H, s), 5.33 (2H, 
s), 7.47 (2H, br. s)« UT, 0.13 g <D3 

-7^y-i-^ b*^* ^;i/-4, 5-v yyyt!7 ;i* 

#fco Mp. 106-10913,, *H NMR (CDCh): 3.44 (3H, 
s), 4.49 (2H, br. s), 5.37 (2H, s)« 
[0 0 54] ##0S3 1-3 7 

1 ) 5-75 y-4->7y-i-x^;i^3-( h U yj^a^^ 

(# -31) 
AnyMbft : ^n^ex^X 
Mp. 71-71. st:. 

X E NMR (DMSO-de): 1.25 (3H, t, J=7.3 Hz), 4.99 (2 
H, Q, J=7.2Hz), 7.05 (2H. br. s). 
19 F NMR (DMSO-de): -61.89 (3F, s). 

2) 5- 7 ^ y -3, 4- v 7 y -1- :/ D fcf;i/ tf ^ V-JV (# 
-3 2) 

Aay>ft;% : l-7n*:7urt> 0 

: H NMR (DMSO-de) : 0.83 (3H, t, J=7.2 Hz), 1.62-1. 

73 (2H, m), 3.93 (2H, t, J=7.7 Hz), 7.24 (2H, br. 

s). 

3 ) 5-7 5 y -4- ^7 y - w v ^?;ir-3- ( h y 7;^ n 

^WWK^y-^ (#-3 3) 

! H NMR (DMSO-de): 0.85 (6H, d, J=6.9 Hz), 2.08 (1 
H, m), 3.79 (2H, d,J=7.3Hz), 7.05 (2i, s). 
I9 F NMR (DMSO-de): -£2.00 (3F, s). 

4) 5-7^y-4-v7y-i-^ h^->^^;i/-3-^^;nf 

yV-)V (#-3 4) 

l E NMR (DMSO-de): 2.08 (3H, s), 3.22 (3H, s), 5.13 
(2H, s), 6.74 (2H, s). 

5) 5-7^y-4-v7y-i-y K^s>y^;^-3-(hU7;i/ 

tutrMZJV-JV (#- 3 5) 
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Mp. 100.5-109fc 

l HNMR (DMSO-de): 3.26 (3H, s), 5.31 (2H, s), 7.30 
(1H, s). 

l9 F NMR (DMSO-de): -62.31 (3F, s). 

6) 5-75/-l-^>^K4-vy7; t!7 v /-^ (# 
-3 6) 

Mp. 150.5-151.5*0. 

l H NMR (DMSO-de): 5.26 (2H, s), 7.17-7.44 (7H, m) 

7) 5-75 y-l-(6-^ nn-3-bTU i?)V*^M-4ri/7 

j-z-iWymu^Mv^j-)], (#-37) 

l E NMR (DMSO-de): 5.30 (2H, s), 7.33 (2H, br. s), 
7.52 (1H, d, J=8.1Hz), 7.66 (1H, d, J=8.3 Hz), 8.3 
5 (1H, d). 

18 F NMR (EMSO): -62.05 (3F, s). 
[0 0 5 5] ###93 8 

5-75 y-3-v7/-i-^x-;i/tf (#-27) 

(1.0 g, 5.43 mo\)<Di?2UU*#> (10 ml) S&KN 
-^Dna;\^5F (0.8 g, 5.99 mmol)&ini*-, S 

^C2l$|B«#l,fco N-^DDa/\^SH (0.4 g, 
3.00 nmiol)£j&taU 3 *>\Z2mmm&hTco * (20 
ml) fcjD*-, ^DD^AtiU^ «l*«K^^-> 

(MW&#:^*1f>/»Kx^;i/=2/l) TSUI 
U 0.53 g 05-75/-4-^DD-3— >7y-l-7x— ;i/ 
tf^l/-^ (#-3 8) £#fco Mp. ^-lOS'Co l H 
NMR (CDCh): 4.09 (2a br. s), 7.41-7.60 (5H, m). 

[0 0 5 6] ##9113 9 
^^7>K^'J^A (3.38 g, 0.0348 mol) tf);*;?/ 
—)V (25 ml) ffiKIC. (0.56 ml, 0.0109 mol) <D 

o mi) me&-7 o — 6 swsftm-c 

«TLfco I^MKTl 5#W£#&. 5-75 /-3-v7 

y-i-7x-;vtf^y-;i/ (#-2 7) (2.0 g, 10.86 m 

mmol) &MfL. mmBt?3 0ft< £M"C-lgfe«#L*:o 
SJSSS^feS* (200 ml) tc&tf* £Ufc@#£;5I&L 
fee £(DB#£#Kx^;H;:jg#&, &«*Tifc#U 

ifc#U 2.47 g (05-7^y-3->77-l-7x— ;W4-^ 
-ti^T^h^y^-JV (#-3 9) Mp. 156 

-158^ X H NMR (CDCh): 4.69 (2fl, br. s), 7.42- 
7.70 (5H, m). 
[0 0 5 7] ###J4 0 

5-7^y-3-v7y-i-7x-;u-4-^^v7^-htf^y 

—)V (#-3 9) (l.Og, 4.14 mmol), B^7it^^)V 
(2.6 ml, 0.0418 mol), *$;—)V (15 ml) (DUG® 
mzfrffikfiVVA (0.55 g, 8.33 mmol) *JSi£ (5 o 
1) £*«TFl 5#ffl-ei8TU ^fiffiT2Kffflaf*b 
feo * (30 ml) £iraA&<Z>-£»£K"CpH2 Ht 



(24) 4$gB¥8-2 0 8 6 2 0 

(RR«tK : ^DD^A/SKX^;V=2 0/1) T 
M8U 0.74 g 05-75/ -3-^7/ -4-* 3^^:*-l- 
7x-j^7^il/ (#-4 0) £#fco Mp. 104-1 
OS^o l H NMR (CDCh): 2.3K3H, s), 4.40 (2H, br. 
s), 7.40—7.59 (5H, m). 

[0 0 5 8] ##094 1 
##fl]4 O0©3ite^##^LT> 5-75/-3-v7/- 

4- Xf;Vft-l-7x-Jl/lf7 7-^ (#-4 1) 
i0 fee Mp. 93—94*0, 

[0 0 5 9] ##W4 2 
**fc*9**hy*A (0.52 g, 0.0124 mol) OX^ 

y-ju (20 mi) »««Eicsmr5-75y-3-^>7y-i- 

7xX;]^4-^^7^ht^/-J!/ (#-3 9) (3.0 
g, 12.43 mmol) &$>h~fr>fyA.1to 3 0#|SMS#»* 
* (60 ml) £JD^ lNt£KTpH3 tlL RJ&ig 

ausu ^enfc^as^aoftKx^Tft* 

U 2.13 g CD tf* (5-7^7-3- v7/-l-7x^;i/t!^ 
^ ;p-4— fJWi?X;^-f FSfffc. Mp. 210 , Ce(± 
(ftffi) o *H NMR (CDCh): 6.55 (4H, br. s), 7.43- 
7.67Q0H, m). bfX(5-75 y-3->7y-l-7xX;Vfc!5 
V-)\r-4--CMVX)Vy^ H (1.0 g,2.32 mmol), 3^ 
ft^>^7MDXfJV (1.2 ml, 7.19 mmol). THF 
(20ml) <Dm&mWL\ZBV{£WVV& (II) THFS 
(58 ml, 5.8 mmol) £-4 OTOTifiTlL - 3 0 

w2mmmwhft<D*>* invb (so mi) 

THFSIStJfeo S^ft^ftSX^TifiaL. 

«30 ^77^- (iBSj|:AW>/S8X^=2/ 

1) 0.48 g 05-75 /-3-~>7/-4-^> 
$7)\,*UX.^)Vtt-\-y*-)V\i ; 7V-)\' (#-4 

2) £#fco l H NMR (CDCh): 4.58 (2H, b 
r. s), 7.45-7.67 (5H, m). l9 F NMR (CDCh): -93.34 

(2F, q, J=3.1Hz), -83.05 (3F, J=3.1 Hz). 
[0 0 6 0] ##W4 3 

5- 75 /-4-v7/-l-(2, 2, 2- h U 7WaXf;W-3- 
(hU7;P*n^^;Wlf5 v /— ^ (#- 8) (870 mg, 
3.71 mmol) tSOXttM (6 ml) <0ig£<»£ 120*0 T3I$ 

40 ffl»#U tt&ffi (11 ml) *UnAT$^IC^MS"C20 
«pHffi»Lfco (100 g) \Z$>1% X 

-x;i/T«c»b^o *@S:*Kft;^hU^ATpHl 3 

$^*«5KTy*>">Arffi»UT®*Ufc. 5-7 5 

/ -l- (2, 2, 2- h U yjv^ti x^M -3- ( h y 7 n ^ 

^;Wtf^y-;W (#-4 3) ^efitSSiibT 870 mg 
^fc, J H NMR (CDCh): 3.69 (2H, br. s), 4.65 (2H, 
q, J=8.7 Hz), 5.91 (lH.s). IJ F NMR (0)Ch): -63. 

79 (3F, s), -71.13 (3F, t, J=8.7 Hz). 
50 [0 0 6 1] ##094 4 
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5-7 5/-l-t- !/WW4- ^7/-3-(hU7^D^f 
;W (#- 5) (520 mg, 2.23 mmol) £TH 

f do mi) \zm&Lx&m~vm#vte&*>*m{£i-h 

U^A (120 mg, 3.01 mmoi) ftlin*.fc- *5$S<Z)fg*&j&t 
it^^^TS^Tl^ra^Ufc. 3^fc7WU (0.60 
ml, 10.04 mmol) ftftilTfifi-CL 5f$ffij£#L;fco S 

* 3/ U * y a WDD ATSffl V 
It* l-t-:7W^-S'77-5-7WI/75/-3-(MJ:7;i/ 10 
:tD7WWtf^/-;V (#-4 4) *&&m&thX 
180 mg l E NMR (CDCls): 1.61 (9H, s), 3.26 (3 
H, d, J=5.2 Hz), 4.20 (1H, br. s). 19 F NMR (CDC 
1b):-63.58 (3F, s). 
[0 0 6 2] ##094 5 

t-7Wl/hF5v?>ftKti (30 g, 0.241 mol)£4,4,4- 
Y')y)^UT±Ymn^)V (54 g, 0.285 mol)£» 
m (150 ml) fcS#U 2RnAlMSXb&. 

Tl-t-:/Wl^3-( b U 7WD^fW-5-t H 
7\/-;i/S:ae»*i:bT 15.1 g ft&o Mp. 168-1 
70t:o 1 HNMR (DMSO-de): 1.53 (9H, s), 5.70 (lfl, s), 
11.52 (1H, br. s). :**^:&ffc l J> (17.4 ml, 0.192 
mol)tr*?&TDMF (3.0 ml, -0.0388 mol)$15t:^T 

rmrvrc. sin?3o»H«#b&«tri-t-^;w3- 

(h>J7MD^ 9- JW -5- 1 Y U * is tf 7 (4. 0 
g, 0.0192 mol)£iin*.fco 30#ffl£MTit#«* 110*C 

T2«rMinSSibfco 2k* (200 ml) fcfcttfc. 

yxwkt-wi' (400 mi) Taaju swcmw-hy m 

V&fcim. (200 ml) -Cft^Lfeo ft*flUr? 
Tb^77>{- (BHMHK : B»x Wl'/'v**^ 2 

/l) T*SSU l-t-^;i/-5-^DD-4-^5;W3- 
(h«J7**D^^)K9y-JP*«ftB8*tLT 2.1 
g #fco *H NMR (CDCls) : 1.76 (9H, s), 9.97 (1H, 

s) . i-t-:/wu-5-^ d □-4-^;i/^ji/-3-(h u ?;w-n 

*WWK9\/— ;i< (2.1 g, 8.25 mnoD&DMF (20 m 
1) fcMKbfc. *MkFn*$^75> (0.70 g,9.77 

mmol) tlpjt, 5»IB«#Lfc«fc**^*ftU> 40 

(1. 8 ml, 0. 0199 mol) 

* (100 g) ICiDAfcc WfflLfc«Sfi£3®LTl-t-:/ 
WU-5-# n D-4->7 y-3-( h U 7;ktn7 WW tf^ 
>/-JV (#-4 5) £Stfi»*£LT 1.60 g Hfc 0 M 
p. 54-57^,, ! H NMR (CDCh): 1.74 (9H, s). 
[0 0 6 3] #55094 6 
#^094 5©B«ttS##fcLT. 5-^nP-4-y7/- 
l-7x-JH-(NU7Wo^ WW tr 5 - (# - 
4 6) £Kj§Lfco Mp. 79-80*Co l H NMR (CDCb): 50 



4SS!¥8-2O 8 6 20 

7.57 (5B, s). 

[0064] m$m\ 

5- 75 / > v;v-3, 4- v v7 y bf ^ (#- 3 

6) (0.87 g, 3.90 mmol), 2,6-^^DD-l-7MD-4 
-(hU:7JW*-D7WW^>if>(0.999 g, 4.29 mmo 
1), <a*#U£Z> (0.646 g, 4.68 nmoO&tfKJRDM 

so do mi) ®n£«& eo'CTfieum 90t:-e6i*iB 

mwvrco (50 mi) \z$>n. ^dd* 

*. mm** *7^DTh^7>f- cggiSK:^ 

^nn/^» -c*MU 1.42 g cd l-^>^;V-5-[2, 

6- s?^ □ n-4-( H u yfr*n* WW 7 U x/ ]-3, 

5/7/ CflS^WW (ETFNo. 49) 

Mp. 107-108*00 *H NMR (CDCls): 5.41 (2 
H, s), 6.03 (1H, br. s), 7.20-7.32 (2H, m), 7.37 
-7.48 (3H, m), 7.60 (2H, d-like, J=0.6 Hz). l9 F N 
MR (CDCls): -63.17 (3F, s)« 7C*##f (CigHioChFsN 
s) »mm C: 52.31, H: 2.31, N: 16.05 ftMt C:5 
2.41, H: 2.46, N: 16. 32. ±E^JS« 1 iH«HcUTH 

-JUMMfrTft*. No. 3 (5-75/-l-/WV-3-(HJ 
7;V^D7WWtf^\/-;W , No. 4 (5-7 5/ -3, 4- 
^->77-l-7WHf^V r -JW , No. 5 (#-3 1) , 
No. 6 (#-3 2) , No. 7 (#-6) , No. 8 (#-3 
3) , No. 11 (#-5) , No. 22 (#-4 4) , No. 29 

(#-2 6) , No. 32 (#-2 4) , No. 33 (#-2 
8) „ No. 34 (#-7) , No. 35 (#-4 3) > No. 36 

(#-8) , No. 44 (#-3 4) , No. 45 (#-3 
5) , No. 46 (#-3 0) , No. 48 (#-9) , No. 50 

(#-3 7) , No. 51 (#- 1 O) > No. 52 (5-75 7 
-4->7 7-3-7 Wl— l-7x-J^7y-W > No. 53 

(#-1) , No. 56 (#- 1 1) , No. 65 (#-2 
5) , No. 67 (#-2 7) , No. 68 (#-3 8) , No. 
69 (5-75 7 -3, 4- v y7/-l-7x x;l/ \L . 
No. 72 (#-4 0) , No. 75 (#-4 1) , No. 80 (# 
-4 2) , No. 82 (5-75 7-4-v77-3-7Wl/^-l 
-y3L-)l¥yV-)V) % No. 88 (#-1 2) , No. 89 

(#- 1 3) > No. 90 (#- 1 4) , No. 91 (#- 1 
5) , No. 92 (#- 1 6) , No. 93 (#- 1 7) , No. 
95 (#- 1 8) , No. 96 (#- 1 9) , No. 97 (#- 2 
0) , No. 100 (5-7 5 7 -1- [2, D-4-( h U 7 
WD ^ fiW 7X-JW-3, 7 / t!77HW , N 
o. 102 (#-2 1) , No. 103 (#-2 2) , No. 104 

(#-2 9) , No. 105 (#-2 3) , No. 110 (5-75 

7- 3,4-^^77 H7V—)lr-l-l3)V#>m* WW o 

[0065] mmw2 

3,3-^tHD+ v-4, 4, 4-hU7MD^D-h U )V 
(2.03g, 13.09 mmol) £ t-^WI/t \* (1. 
63 g, 13.09 mmol) S7^7-^ (5 ml) (C*8#>LT& 
iBTa»l/ft3W6hUXWU75> (1.82 ml, 13.09 m 
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mol) £iJD*fc. fflrcSBIRHIttL S££ 

tYv*J>1Ba8& (1.63 g, 13.09 mmol) thUX^JV 
75 > (1.82 ml, 13.09 mmol) WCT2RNB 

fc. fflffl?fc£2N:&&TiS#U )Mftft*ttB'7j'* 
y^ATW, SSLfc. &S05-75y-l-t-^ 

;v-3-( F u 7;i^ny tf 5 v^-^**fittttttfc 

LT 1.0 g ftfc. £<Dfi8J&£DMS0 (3 ml) KB* I, 
T*# L S , 2,6-^nn-l-7;^D-4-(hU7 
;^D^^;W^>if> (1.0 g, 4.32 mmol) 
U£A (660 mg, 4.80 mmol) £jto^T120t:-ei5l§Hjf 

fc. a»ft*7A*DVhy77-f- (^*1**>/BfiK 
X^=l 0/1) T«KLT, l-t-^;W5- (2,6- 
W D D-4-( F U 7**n^W) 7XU y] -3-(h U 
7)V*u*^M^V-)V (No. 9) ^SfiilgStbT 

330 mg #£. l H NMR (DMSO-de) :1.68 (9B, s), 6.08 
(IE, s), 7.71 (IE, br. s), 7.89 (2H, s). l9 F NMR 
(CDCls): -62.90 (3F, s), -63.05 (3F, s). 

[0 0 6 6] *Jg«fJ3 
3,5-tfX(hU7;i/*n^^JW7X»J> (0.50 g, 2.12 

mmol)«DMF (5.0ml) KflMfcU JtoMW-FUSA 
(O.lg, 2.50 mmol) $3*c?&Tl0 < CKT"CiaAfeo 15#M 
MftlsTzmzs-? a D-4-i/7y-l-7x-;H-( F U 7 
)V*U *9-M V1?*J— )V (#-4 6) (0.40 g, 1.47 m 
mol) SDMF (5.0 ml) (C^LTlO^TTjgTb 

fee &mv2mmfmvtzmzRmm&& (50 mo \z$> 

ttfZ* &&£liaiLTpH=3£:U ^X^X-t-MOO ml 

»«X^*/^**>=l/5) Tfi[®UT5-[3,5-bf 
X( F U y)\s*U*?M7-V /)-4-y7;-l-7x^ 

;^-3-(hU7;i/^n^^;Wbf^y-;i/ (No. 57) &e 

fi»*£UT 0.47 g ntzo Mp. 157—159t:. *B NMR 

(DMSO-de): 7.48-7.74 (8H, m), 9.94 OH, s).±E 
«B«3©ttfittft#*K:U l(*Mb£* (#-4 6) 
t, 2, 6-i^ n n-4-x h D7X U >&tf2, 
4-(bU7^*D^^;W7xU>t*E*aii:, No. 58 

fttf No. 59 Sr-en^nSiSUfeo 

[0 0 6 7] ftffff4 
1- 1 - 7^)1-5- ^DD-4-y7y-3-(hU7JWD^f 
)V)M^J-)V (#-4 5) (0.40 g, 1.59 mmol) t2-# 
nn-4-7^/ tfU>?> (0.20 g, 1.56 mmoI)£DMS 
O (5.0 ml) fcjgtfUfc. fiW*»J^A (0.3 g, 2.17 
mmol) ^MXXim:^mnMkL, E**£** (50 

ml) fc»Wft. &K£fln*_TpH3<>:U »Bxf* 
(100 ml) "CftfflLfc. 

U SEi8ltffca^M*7A^07^77 
4 - (BMHK : »«x5 t >P/^»>= 1/2) -e» 
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KLT5-(2-£ D D-4- tf U ^;i/7^/)-l-t-^>ll^4- 
->7/-3-(bU7;V^n>C^;i/)tf7\/-;i/ (No. 19) 

bT 0.15 g Mp. 198^201*0. 1 

fl NMR (CDCh): 1.66 (9H, s), 6.51 (IB, dd, J=5.7, 
2.2 Hz), 6.62 (IE, d, J=2.2 Ez), 8.17 (1H, d, J=5. 
7 Ez) . ±®$mm 4 (DW&%k*&%\Z LTKT©<&&* 

&&7V-)V7 No. 10 (#-4 5ft 

tf2, e-y^D^-t h U 7W D^f *)7=U » * N 
10 0.12 (#- 4 5 Stf2, 6-5? > D D-4-S/7 y 7 - U 
» , No. 13 (#-4 5&tf2,6-y^DD-4--hD7 
XU» . No. 14 (#-4 5fttf2,6-S^nn-4-(FU 
7MD^h^»7^U» > No. 15 (#-4 5fttf 
2,6-3?>DD-4-(hU 7**n^fA9 1 *)7=U 
» , No. 20 (#-4 5Rt/3,5-v^Pn-4-7^y tf 
U v » , No. 60 (#-4 6Rtf3,5-^DD-4-75 
yKUy» » No. 61 (#-46&tf2-^DD-4-75 
yKU5»> > 

[0068] nmms 

20 l-t-^)l-S-^ a D-4-y7 / -3-( F U 7MD^f 
WK^y-JP (#-4 5) (0.40 g, 1.59 mmol) £3,5 
-tfX ( F U 7**DXWW 7- U > (0. 30 g, 1. 27 mmo 
1) SrTHF (10 ml) fc**U t-^F+S"* U £A 
(0.2 g, 1.60 mmol) ftJWTPttnijStfc. IBSIWJtJmE 
^*&**50 nlfc*W\ SK$MTpH3tlfc. 
»»X3MI/ (100 ml) TSMBU »«V^y^A 

F^7-<- (SS^j«: ^on^;i/Zx) 5- 

[3, 5-tfx(F u 7Wd^^)7-U y]-i-t-^;k- 

30 4-ls7 S-*~lbV 7 )l*U*^)V) (No. 18) 

Sefi»*tbT 0.16 g#£, Mp. 180-482^. l B 
NMR (CDCls): 1.67 (9E, s), 5.81 (IB, br. s),7.09 

(2B, s), 7.94 (IB, s). 
[0 0 6 9] HJB0S6 

l-t-^;W4-v7 y -5- [2, 6-v£ D D-4-( h U 7;^ 

d^ww7=u y ]-3-( h u 7;i/*D^^w tf 7^;- 

)V (No. 11) (400 mg, 0.90 mmol) £THF (13ml) \Z 
*flT«#U3a:39«6**ftJ-hU^A (60 mg, 

1.50 mmol) ZMfilto **CD«»39«Jk***TaiaT 
50»KSt»Ufco ^M^Wl^n^ F (0.13 ml, 

1.50 mmol) ^SOAT^ffl-ClSRfM, lOlBHMIETWB 

~(b 1 )7)V*u* *M 7X U y ]-3-( F U 7J1/*D y ? 

(No. 23)&afii!6®£LT 470 mg ft 
fc. Mp. 87-89^0 l E NMR (CDCls): 1.42 (9E.s), 
3.40 (3B, s), 5.24 (2B, s), 7.63 (2B, d, 1=0.6 B 
z). 19 F NMR (CDCls): -63.37 (3F, s), -63.39 (3F, 

so s).±e$Bfc«6©»ifittfcn«teiyT\ no. n t«* 
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RBfcSEJSStt, No. 24 No. 62 tBOfc*^)V 
£*K&2& No. 63 ttn^ftW&LfZo 

[0 07 0] m&M7 

mmm (i.2 g) tc> s'CTi-t-^v-s-^e-^^Dn 

-4-( h u y)V*u*7)l)7-V /]-3-( h u 7;i/^n^ 

5MWhf^\/-;i/ (No. 9) (330 mg, 0.78 mmol) £iD;t 

fco £&*§i£&-5 < cK:?&aiu orrpsLfcaias 

(0.5 g) tenmm (0.14 g, 1.41 mmol) (Dg-g^fclO 
»HT«TLfco 30^MT^fi(CSLfc^ gfi-C15!$ 
fBffi#Lfc. ££K61X«|& (0.1 g, 1.01 mmol) £Jn 
*Tg&T15l$ffijf#L£o (20 g) 

(^>/Bf8X^=4/l) TSSJLT 5-[2,6- 

s^n d-4-( h u y)V^u^M 7- u y ]-4-X h D- 

3-(bU 7)l*u*TMVyV-)V (No. 1) £3tfii|g 
ll<hLT 70 mg $#fco Mp. 93-9fC 0 I H NMR (DMS0- 
ds): 7.77 (2H, s), 9.26 (IH, br. s), 13.22 (1H, b 
r. s). 19 F NMR (CDCh): -62.99 (3F, s), -63.97 (3 
F, br. s). 

[0071] $mms 

Wtim (2.0 ml) \Z, 2t;T^bft#£5-[2,6-S^D 
n-4- ( h U y JO,* n * ?M 7 ~ U J (2, 2, 2- HJ 7 
Wax -3- ( b U 7 JU;* n * ^;i>) fcf 5 (N 
o. 35) (460 mg, 1.03 mmol) £lD&£o %IC61XHK 
(190 mg, 1.85 mmol) £SH*-* 8U56&££ ££3.5 mlin 
7Ltz 0 £fflT20&!rMSt#U fcfcM&®\Z* (20 g) £ 

;v=2/i) ^HSLT 5-[2,6-^nn-4-(hU^;i/ 

* D * ?M 7 - U / ] -4- ~ h D -1- (2, 2, 2- h U 7 )V-t 

Dx^)-3-(hy^;i/^D^^;i/)tr^v-;i/ (No. 4 

3) ***fiHS»tUT 140 mg Mp. 85-88*C 0 
*H NMR (CDCh): 4.53 (2H, a, J=8.0 Hz), 7.65 (IH, 
br. s), 7.71 (2H. s). 19 F NMR (CDCh): -63.29 (3F, 
s). -64.47 (3F, br. s), -70.31 (3F, t, J=7.8Hz). 

[0072] mrnms 

5-[2,6-^^nD-4-( h U 7Wo^^)7-U / ]-3- 

(hU7;i/^n^^;w-i-7x-;i/tf^7-;u (No. 53) 

(840 mg, 2.00 mmol) $^DD^^> (5 ml) leg 
3M/TafiTf«*Uft««6H-a-H3A^K>f5H (45 
0 mg, 2.00 mmol) fciU^fco 4R»mS#U EJ&i&&« 

/l) TfSSSLT 5-[2,6-y^DD-4-(h»J7^tD^ 
M 7 - U / ] -4- 3— F-3-(HJ 7)V*tu* -1- 
^xrjUf**/-^ (No. 55) S»fi»«ftiLT 420 
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mg %tz. 'H NMR (CDCla) :6. 02 (1H, br. s), 7.38- 
7.57 (7H, m). I9 F NMR (CDCh): -62.89 (3F, s),-6 
3.42 (3F, s).±IB^Jg«»l9COKigfta:H«(CbT, No. 

53 tX-^u^aWm^ £ Ffc*RjS4tt* No. 54 

[0073] $mwi o 

^->7>K^U»^A (1.84 g, 18.93 mol) <D*?/ 
-)V (12 ml) &m\Z. (0.36 ml, 6.99 mol) £- 
6 O'CTS^KTfKTLfeo BiSTl 5#fWJf#^ 
i0 3-y7/-5-[2,6-y^DD-4-(h U 7Wo^fW7 
-U/]-l-:7x-;i/fc?57--;i' (No. 67) (2.5 g, 6.29 
mmmol) ft in*., W»*T?3 0»> SfeJt#L 
fco EJfcg^&ft* (80 ml) ftSxf^Ttt 

A^DYh?77^- (SiB^« : ^If^/ftKX^ 
;|/=4/l) TSfiU 1.70 g >T/-5-[2,6-> ? 

^ n n-4-( h u 7)V3r n ^ ^;i/) 7 - y y ]-i-7x-;ir 

4-^->7±ht!^\/-;W (No. 70) £#fco Mp. 14 
6-148^ X H NMR (CDCh): 6.26 (1H, br. s), 7.40- 
20 7.60 (7H, m). l9 F NMR (CDCh): -63.18 (3F, s).± 
S^SSWl 0<Z)®jg^$##JcU, No. 53 &JS»tb 
T No. 62 £Ki§Lfco 

[0 0 7 4] §£6609 1 1 
3- v 7 / -5- [2, 6- 5> ;57 D D -4- ( h >J 7 U * ?M 7 
-V y]-4-*^))/tt-l-7^-)V¥7V-)V (No. 72) 

(0.5 g, 1.13 mmol)©^^nn^^> (10 ml)^«(c 
*^£nnigg&#K (0.25 g, 1.16 mmol) $*?&T 

tfa\Z* (20 ml) £Ull*, MlKK^-hU^A"C^Sl!lO^ 

*7A^DT^77^f- (SHS«:^nn 
^;VA/SKx^=4/l) 0.45 g <OS- 

is? 7-5-[2, 6-i?^DD-4-(h U 7;P^D 7- 

u /]-4-^^;i/XJV7>f-jv-i-^x— jnf 5!/— (n 

0. 73) =£#fc. Mp. ^-leS'C - I H NMR (C 
DCh): 3.12 (3H, s), 7.12—7.47 (7H, m), 7.71 (IH, 

s). 19 F NMR (CDCh): -63.37 (3F, s). 
40 Ttmftffi (C18H11CI2F3N4OS) frSCfi C: 47.07, H: 2.4 

1. N: 12.20 £&!HKC: 46.96, H: 2.52, N: 12.30. 

±&mmmi i<D®&mtmm\zLT, no. 75 

tVX No. 76 No. 82 teWtfttLT No, 86 tttl 

[0075] $mmi2 

**>?uumz%mn* 0.56 g (2.60 mmol) m^ft&s 

wzmmm't tmmz&mzii:. 0.52 g <o3->7/-5- 

[2, 6-^DD-4-(hU7WD^ ^ J W 7 - »J / ] -4- / 
^X^3fs-^-l-^x-;VtT7\/-;i/ (No. 74) 
50 feo Mp. 167-168t:o l H NMR (CDCh): 3.30 (3H, 
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s), 7.15—7.30 (7H, m), 7.39 (1H, br. s). 19 F NMR 
(CDCh): -63.58 (3F, s). 

TtmftVi (CmHuCijFsfoOzS) frJJte C: 45.49, H: 2. 
33, N: 11.79 £MtC: 45.42, H: 2.40, N: 11.82. 

±mmmmi i<ommmtmm\zhx. no. 75 &im 

thX No. 77 No. 82 £Kft£LT No. 87 £-£n 

[oo76] $mmi3 

3- y7 / -5-[2,6-y^ D D-4-( h U 7Mn^ 7 

-u;]-i-7x -;i^4- (hU7^tn^ w i^*) M v 

*J—)l (No. 78) (0.5 g, 1.01 mmol)<Z)S^nD;*^> 

(8 mi) met\z**#nuig&&mm (0.24 g, 1.11 m 

mol) £iD*-, SlT2 0fflS»Lfcc **^aD$£ 
SSK (0.11 g, 0.51 mmol) SrilftlU $etC4BH 
&*N& ^S^tC* (50 ml) £Jn;U 

: ^nnxf;;i/A/^U->=2/l-^DD^A 

/Sf8X^=2 0/l) TfcKU 0.24 g <D3->7 
7-5- [2, D D-4-( h u 7;M*C3 * WW 7 = U 

n -1- 7 x -;i/-4- ( h u 7 d * ;v 7 >f ~;w 

MyV—)V (No. 79) Mp. 106-107'Co l H N 

MR (CDCU): 7.11—7.32 (6H, m), 7.40 (1H, br. s), 
7.58 (1H, s). 19 F NMR (CDCh): -73.00 (3F, s), -«3. 
58 (3F, s). 

%MftVx (Ci 8 HaCl2F6N4 0S) frSfi C: 42,12, H: 1,5 
7, N: 10.92 ^fflft C: 42.09, H: 1.62, N: 10.79. 

tmmmmi 3©jBt«fcSj«icuT, no. is &mn 

tl>T No. 16 No. 80 £K»£LT No. 81 

[0077] mmi4 

*^fli^^^±HUr>A (0.19 g, 4.52 mmol) OX^ 
(10 ml) JBSSetc, 3-v7y-5-[2,6->^nn- 

4- ( h u 7;i/*n*3 L ;i/)7~i) ;]-i-7xzjH-ft 

isTj-WvV—fo (No. 70) (1.4 g, 3.08 mmol) £ 
'>U^Oin*fco ttfiTltfRHHtfe * (30 ml) \Z 
$>\% *£&TpH3KiBSSUfco ^nn^ATfflm 

3-> 7 J -5- [2, 6- 2 D D -4- ( V U 7 JP* D y ;» 7 
^U;]-4-^MyH-7x-J^7 */-JHfclM&» 
mahhx 1.43 g #fc„ *3MW-MJ£A (0.19 g, 
4.52 mmol) OTHF (10 ml) Bffl?SlC*^TT?±Baffl 

mm*ta*.* sfifcRuri 5»n«wbfc. - sot: 

KTTS- ( h U 7 ^ D * ? ) V) zt* > "Jtt 7 x n 9 A 
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h'J7Wn^^>X^*t- h W+>77^f>^ 
S#JVW2S3r81* KS£:MEC-1 D (1.40 g, 3.0 
8 mmol)S^UT^JnA> - 6 OTCT 1 P9IB«H*U&. 
S&lcRU * (20 ml) ftim*., lNSSTpH3t 

Lit. iMx^Tau*. **bs«v^*^at8; 
su^o a»^*7A^DTh^77>f- cmm 

tt : 'S** >/SKX?;P= 5/1 Rtf# D D * )V K/ 
*\tt>=3/2) T«ai» 0.78 g 0)3-5/7/ -5- 

(2, 6-y^DD-4-( h U 7Wn^f;W7^U /) -1- 
10 y ^-)V-A-{YUV )V^ru^)V^)\i^/—)V (No. 

78) £#fco Mp. 148~149 , Co l H NMR (CDCh): 6.2 
4 (1H, s) ( 7.32-7.57 (7H, m). 19 F NMR (CDCh): - 
63.21 (3F, s),-43.40 (3F, s). 
7C*»«f (CmHsChFe&S) C: 43.48, H: 1,62, 

N: 11.27 SSifi C:43.31, H: 1.69, N: 11.48. 

[0 0 7 8] %Hfll 5 
* (2 ml) tWmm (8 ml) <OS-&ft(C8 OWl-t-? 

f;H-^7;-5-[2, 6->># n n-4-( 1- u 7)V*u*? 
M 7-u;H-(hU7MD^ &m tr ^ r/-^ (No. 

20 11) (680 mg, 1.52 mmol) SI O^WTlD^., f^i&S 

#£;5®U fflK05-[2,6-^^nn-4-(hU7;i/^-D 
^f;W7-U y]-3-(hU 7;i/^n^^;Wfc!^y-;^- 

4-#;l/#*1J-* Hft 0.70 g %1to 1 H NMR (C 
DC 1 s ) : 5. 8 0 (2H, br, s) , 
7.7 1 (2H, m) , 8.9 6 (1H, b 
r. s) f 9.35 (1H, br, s). 
1 * F NMR (CDCh) : -63. 44 
(3F, s) , -6 1.74 (3F, s) . Z 
30 OWmi (0. 7 0 g) , 2,4-tfX(4-^h+y7 
x-;W-l, 3-^7-2, 4-iS7 *X7x^ >-2, 
7>f H (a— V>tt3S (Lawesson's Reagent)) (0.69g, 
1.71 mmol), i/^^ry (10 ml) OS-&«rSJnSSffiHS 

vh^77>f- (JSBiS& : ^^^>/SKx^= 2 
/l) 4-y77-5- (2, 6-v 5 ^ D D-4-( h U 

7 )V* U 7- U y ) -3- ( h U 7 D * tf 

^^/-^ (No. 2) £ 0.20 g ft&o Mp. 177-178 
*C. l E NMR (CDCh): 7.06 (IB, br. s), 7.68 (2H, 
40 s), 9.00 (lH,br. s). 19 F NMR (CDCh): -63.66 (3F, 
s), -63.38 (3F, s). 

[0 0 7 9] ±E*JS0il&^*»W(C|B«<DSiiaiC«£ 

^ft^86, TE CS3-8) \Z7tct. 
[^3] 
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No. 


R 1 


R 2 


R 3 


R 4 




R* 


R7 


R 8 


X 




I 


H 


CF 3 


N0 2 


H 


a 


h 


H 


a 


ccf 3 


93-97 


2 


H 


CF 3 


CN 


H 


a 


H 


H 


a 


c-cf 3 


177-179 


3 


frfe 


CF 3 


H 


H 


a 


H 


H 


a 


C-CF 3 


137-138 


4 




CN 


CN 


H 


a 


H 


H 


a 


C-CF 3 


211.5—212.5 


5 


a 


CF 3 


CN 


H 


a 


H 


H 


a 


C-CF 3 


103-104 


6 


Pr 


CN 


CN 


H 


a 


H 


H 


a 


C-CF 3 


155-156.5 


§ 


i-rr 


CF, 
^3 


CN 


H 


a 


H 


H 


a 


/■» fir? 

C-CF 3 


150-151 


8 


i-Du 


CF 3 


CN 


H 


a 


H 


H 


a 


C-CF, 


107-108 


9 


r-Bu 


CF 3 


H 


H 


a 


H 


H 


Cl 


CCF 3 




10 


r-Bu 


CF 3 


CN 


H 


Br 


H 


H 


Br 


C-CF 3 


130-132 


11 


r-Bu 


CF 3 


CN 


H 


a 


H 


H 


a 


C-CF 3 


127.5-128.5 


12 


r-Bu 




CN 


H 


a 


H 


H 


a 


C-CN 


139-140 


13 


r-Bu 


CF 3 


CN 


H 


a 


H 


H 


a 


C-N0 2 


144- 146 


14 


f-Bu 


CF 3 


CN 


H 


a 


H 


H 


a 


C-OCF3 


124-127 


15 


r-Bu 


CF 3 


CN 


H 


a 


H 


H 


a 


C-SCF 3 


94-97 


16 


r-Bu 


GF 3 


CN 


H 


CI 


H 


H 


a 


C-S(0)CF3 


58-62 


17 


r-Bu 




CN 


H 


a 


H 


H 


a 


C-S(0)2CF 3 




18 


r-Bu 


CF 3 


CN 


H 


H 


CF 3 


CF 3 


H 


CH 


180-182 
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R ! 
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fife.*; (t:> 


19 


f-Bu 
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CN 

Vol 1 
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rt 




it 
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TJ 

n 


KI 

N 


198— ^JI 
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CF, 


PPO 


rl 
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it 

H 


Cl 


Kt 

N 


132— 135 


21 


f-Ru 

4 KM 


CF, 


pw 
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u 
n 


LI 


TJ 
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G 


N(O) 




22 
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rDU 


CF, 
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PM 
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Me 


Cl 


H 


• • 
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23 
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CF, 
^ 3 
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***** 

a 


p pp» 
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it 


t-tJU 


CF, 


CN 
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Ac 


Cl 


H 
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Cl 


p r*c 
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CN 


PI P<\ 
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v--Ur3 
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C-vvr 3 
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i Dr KI C 
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Cl 
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n 


pi 

Vol 


C-CF 3 


jy— oh 


51 


P\»f*lnh^* vl 


CF-i 
j 


PN 
VoM 


[j 


PI 

Vol 


u 
ri 


u 
n 


PI 


C-CF, 




52 


Ph 




PN 


u 
n 


PI 

Vol 


n 


ri 


Vol 


C-CF, 
^ ^ 3 


JO J7 


53 


Ph 


CF, 


u 

J 1 


U 


PI 

Vol 


p 
n 


n 


PI 
Vol 


C-CF* 
3 




54 


Ph 


CF, 




u 

n 


PI 

Vol 


u 

MM. 


u 

n 


PI 

VoJ 


C-CF, 


ft/an' \0 


55 


Ph 


CF 3 


I 


H 


a 


H 


H 


a 


C-CF, 


\ M ™ w w W r M 


56 


Ph 


CF 3 


CN 


H 


a 


H 


H 


a 


C-CF 3 


(7^77A) h > 


57 


Ph 




CN 


H 


H 


CF 3 


CF 3 


H 


CH 


157-159 


58 


Ph 


CF 3 


CN 


H 


a 


H 


H 


a 


C-N0 2 


85-95 


59 


Ph 


CF 3 


CN 


H 


Br 


H 


H 


Br 


C-CF 3 


122-123 


60 


Ph 


CF 3 


CN 


H 


a 


H 


H 


Cl 


N 


167-168 


61 


Ph 


CF 3 


CN 


11 


H 


a 


H 


H 


N 


95-97 


62 


Ph 


CF 3 


SCN 


H 


a 


H 


H 


CI 


C-CF 3 


150-153 
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61 62 



No. 




R2 


R 3 


R 4 


R 5 


R* 


R 7 


R 8 


X 


MA (1C) 


63 


Ph 


CF 3 


SCN 


Mc 


a 


H 


H 


Cl 


C-CF 3 


98-100 


64 


Ph 


CF 3 


CF 3 


H 


a 


H 


H 


a 


C-CF 3 




65 


Ph 


CF 3 


McOCO 


H 


a 


H 


H 


Cl 


C-CF 3 


87-88 


66 


Ph 


CF 3 


CF.CH.OOO 


H 


Cl 


H 


H 


Cl 


C-CF, 




67 


Ph 


CN 


H 


H 


Cl 


H 


H 

A A 


a 


C-CF 3 


133—134 


68 


Ph 


CN 


a 


H 


Cl 


H 


H 

A 4 


Cl 


C-CF, 


129—131 


69 


Ph 


CN 


CN 


H 


n 

VI 


H 


H 

X I 


Cl 


C-CF, 


166—167 5 


70 


Ph 

* MM 


CN 


SCN 


H 


Cl 

VI 


u 


U 

n 


Cl 


C-CF, 


146— 148 


71 


Ph 


CN 

V 1 » 


CF,CO 
j 


M 

X ■ 


ci 

vl 


u 

XI 


H 

XI 


n 

Vl 


C-CF, 




72 


Ph 

X II 


CN 




M 


PI 

VI 


u 
rx 


* i 


vi 


C-CF, 




73 


Ph 


CN 




H 


Cl 


u 


U 

XI 


Cl 


C-CF, 


167—168 (&1lt) 


74 


Ph 


CN 


MeS(0), 


H 


Cl 


H 

A A 


H 

A A 


Cl 


C-CF, 


167 — 168 


75 


Ph 


CN 


EiS 


H 


Cl 


H 

A A 


H 

A A 


Cl 


C-CF, 


136—137 


76 


Ph 


CN 


EtS(0) 


H 


a 


H 


H 


a 


C-CF 3 


128-129 


77 


Ph 


CN 


EtS<0> 2 


H 


a 


H 


H 


a 


C-CF 3 


149-150 


78 


Ph 


CN 


CF 3 S 


H 


a 


H 


H 


a 


C-CF 3 


148-149 


79 


Ph 


CN 


CF 3 S(0) 


H 


CI 


H 


H 


a 


C-CF 3 


106-107 


80 


Ph 


CN 


CF 3 CF 2 S 


H 


a 


H 


H 


a 


C-CF 3 


117-118 


81 


Ph 


CN 


CF 3 CF 2 S(0) 


H 


a 


11 


H 


a 


C-CF 3 




82 


Ph 


McS 


CN 


H 


a 


H 


H 


a 


C-CF 3 


120-121 


83 


Ph 


CF 3 S 


CN 


H 


a 


H 


H 


a 


C-CF 3 
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63 64 



No. 




R 2 


R 3 


R 4 


R5 


R« 


R 7 




X 


m& (ic) 


84 


Ph 


CF,S{0) 


CN 


H 


CI 


H 


H 


CI 


C-CF 3 




85 


Ph 


CF 3 S(0) 2 

mm mm 


CN 


H 


CI 


H 


1 

H 


CI 


C-CF, 
j 




86 


Ph 


MeS(0) 


CN 


H 


CI 


H 


u 


CI 


C-CF, 
j 




87 


Ph 


McS(0), 


CN 


H 


PI 


u 
n 


14 
n 


PI 


C-CF, 
3 




88 


2-Cl-C 6 H 4 


CF 3 


CN 


H 


CI 


u 
n 


n 


Pi 


C-CF, 


1 ns -w 1 no 


89 


3-Ci-C 6 H 4 


CF, 


PN 


f 1 


PI 


14 
n 


LI 

rl 


PI 
CI 


C-CF, 




90 


4-Cl-C 6 H 4 


CF, 

j 


CN 




Pi 


n 


rl 


pi 
CI 


C-CF, 


1 14— Ho 


91 


4-McOC 6 H 4 


CF, 

j 




11 
M 


PI 


ri 


H 


CI 


C-CF, 




92 

* Sim 


4-NCVC A H d 


CF, 
3 


CN 


n 


CI 


T T 

H 


H 


a 


P-PF* 
^--cr 3 


201—203 


93 




CF, 


PM 


LI 

rl 


Pi 

Cl 


M 


u 
rl 


pi 

CI 


C-CF, 
*-* v - i 3 


62.5— 00 


94 


2.6-Cl,-C fi H, 


CF, 


cr* 


U 

n 


PI 
CI 


IT 

n 


u 
H 


ci 


C-CF, 




95 




CF, 


PM 


u 
ri 


Pt 

ct 


u 
H 


H 


Cl 


C-CF, 


159^—160.5 


96 


3,5 -Cl^-C^H i 


CF, 


pim 


n 


PI 
CI 


n 


H 


Cl 


C-CF, 


144—146 


97 


3-MeO-4-Cl-C fi H, 


CF, 


PN 


n 


PI 


u 
n 


14 

rl 


PI 


C-CF, 




98 


2^(N02> 2 .C 6 H 3 


CFj 


CN 


H 


a 


H 


H 


a 


C-CF, 




99 


3,4,5-Cl 3 -C 6 H 2 


CFj 


CN 


H 


a 


H 


H 


a 


C-CFj 




100 


2,6-Cl 2 -4-CF r C 6 H 2 


CN 


CN 


H 


a 


H 


H 


a 


C-CF 3 


242 J -245.5 


101 




CN 


CN 


H 


a 


H 


H 


a 


C-CF 3 




102 


2-Pyridyl 


CFj 


CN 


H 


a 


H 


H 


a 


C-CFj 


132-135 


103 


6-Cl-3-pyridyl 


* CF 3 


CN 


H 


a 


H 


H 


a 


C-CFj 


150-152 


104 


6-C)-3-pyridyl 


CN 


CN 


H 


a 


H 


H 


a 


C-CF 3 


172-174 


105 


2-Pyrimidinyl 


CFj 


CN 


H 


a 


H 


H 


a 


C-CF 3 


200-202 
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(34) 



8-208620 



65 



66 



No. 




R* 


R3 


R 4 


R 5 


R 6 


R 7 


R* 


X 


§t,£ (X) 


106 


Ac 


CF 3 


CN 


H 


a 


H 


H 


a 


c-cf 3 




107 


CF 3 CO 


CF 3 


CN 


H 


a 


H 


H 


a 


c-cf 3 




108 


PhCO 


CF 3 


CN 


H 


a 


H 


H 


a 


c-cf 3 




109 


4-Q-PhCO 


CF 3 


CN 


H 


a 


H 


H 


a 


c-cf 3 




no 


McOCO 


CN 


CN 


H 


a 


H 


H 


a 


c-cf 3 


195 J- 196.5 



a) 2Eifeff!l2 Kggffco 

b) *H NMR <CDC1 3 ): 1 .76 (9H, s). 2.25 (3H. s). 7.73 (1H, m) , 7.80 <1H. m). 
l9 F NMR <CDC1 3 ); -63.64 (3F. s). -63.49 (3F. s). 

c) ! H NMR (CDCI3): 4.89 <2H, q. 7=8.7 Hz). 5.94 <1H, br. s). 6.06 (1H, s), 7.62 (2H, s). 
19 F NMR (CDC1 3 ): -70.99 (3F, t. 7=8.7 Hz), -63.74 (3F, s) f -63.03 (3F t s). 

d) *H NMR (CDC1 3 ); 3.91 (3H. s), 5.07 (2H. s), 7. 1 1 (1H. s). 7.66 <2H, br. s). 
19 F NMR (CDC! 3 ): -63.71 (3F. 5). -63.09 (3F, s). 

c) l H NMR (0003): 5.94 (1H, br, s), 6.05 (1H, s). 7.42-7.54 (3H, m), 7.57 (2H. s), 7.66-7.71 <2H. m). 
19 F NMR (CDCIj): -63.41 (3F, s), -63.02 (3F, s). 

f) l H NMR (CDa 3 ): 6.08 <1H, br. s) , 7.36-7.59 <7H, m). 
I9 F NMR (CDQj): -63.55 (3F t s), -62.90 (3F, 3). 

g) %mm 9 

h) *H NMR (CDCI3): 7.53-7.67 (5H ( m), 7.96 (2H. 3), 9.85 (1H, s). 
I9 F NMR (CDClj): -63.62 (3F P s) ( -63.28 (3F, s). 

i) *H NMR <CDC1 3 ): 2.26 (3H, s) f 6.21 (1H, s), 7.34-7.60 (?H, m). 

19 F NMR (CDClj); -62.90 (3F t s). 
j) l H NMR (CDQj): 7,10-7.35 (6H, m) f 7.40 (1H, br. s), 7.66 (1H, br. s). 19 F NMR (CDClj): -122.60 

(IF, d, 7=a37.7 Hz), -114.83 (IF. d, 7*237.7 Hz), -79.52 <3F, t, 7-1.5 Hz), -63.59 (3F, s). 
k) l H NMR (CDa 3 ): 6.12 (IH, s) , 6.98 <2H, d, 7-9.1 Hz), 7.47 (2H, d, 7=9.1 Hz), 7.59 (2H, s). 

19 F NMR (CDQj): -63.60 (3F, s). -63.28 (3F f s). 
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